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(57) Abstract: Disclosed is a compound 
represented by the general formula (I) below which 
is useful as a neurokinin receptor antagonist. [In 
the above formula, R l and R : respectively represent 
an optionally substituted (hetero)aryl group; R 3 
represents -CO-R 4 , -CO-O-R 4 or the~ like; R 4 
represents an alkyl group, cycloalkyl group or the 
like; A represents CH 2 , CO or S0 2 ; B represents 
a single bond or the like; D represents an oxygen 
atom or CH 2 ; E represents an alkylcnc group or 
alkenylenc group; and n represents an integer of 
1-3.) 
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R 3 : - CO-R 4 « -CO-0-R 4 f, 

R 4 : T)V*)V, UT)V*r)Vm. A : CH 2 , CO, SO2, 

b : mm&*e* 

D : mm, GH 2 > E : T)l*V>. 7)\,*r-l>>^ n : 1-3] 
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*&mt* Z^-^-y^W (NKp N K 2 TkZfN K 3 ) ll^f^Wffl^f 

#B#W*6 5 1 1 9 7 5-*fcW\ NKjSSft. NK 2 SSM^NK,S«# 

^ffl^WFlg 6 5 1 1 9 7 S^llPi^^nT^o^illiAtsilt^iM^ 
ftfr&fl* tt» e> tit 75: V*. 
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xaifigitR^#*ft)9J, *«k *S5, km* mmmm* m'&rn. wmmm. mm 
mm. 5^^^, fi?m&mz&2>&mmmg>m ; mmm. ia$v^ ; -m* 

(i) -j&it (i) 
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R 3 «> ^TO^WOS^Sb ; 

- C O - R 4 , 
-CO-O-R 4 , 
-CO-NH-R", 
-CO-CH 2 -N (R a ) R b . 

- (CH 2 ) m -CO-R 5 , 

- ( C H 2 ) m — R 5 , 
-CO-NH-CO-N (R a ) R b , 
-CO-NH- S O z -N (R a ) R"\ 
-CO-NH-CO- (CH 2 ) P -N (R a ) R *\ 
-CO-NH,, 

& & JK item t -> >v * * -> 7 )v * . x t ;u □ * * ^ ^ = )V 7 )V * )vm & 

R 5 tt, *8fe«> -OR 4 ^T5l, Xtt-N (R a ) R b *ft5l«^t> 

R a Rt/R b «. *-n-?n, m-&is< fct&fcoT* ^mm^. tHD+^i, <s 

&®.T)Vzi*i/&®.7)\'n3r~/T)\>*r)Vm, i"7 J fcffl.7 )V3r)Vm> i^7 J 

tettr^n+^T^^rJUft. *JV^+->iS17;^m *;i/7R^'>(£ftT;m=lr 

z/7)V*r)V&. m&7 )Vn*^X )V^-M&WlT )\s^*isT )l*)V&. ti)Vn=E^ 
~iy&i&7)V*)U&. iai'K17->^7S;tt7Ao + ->7MiH> te»7 

n*ri/7)V3r)vm. (N-kKo+s/-N- / ;wt : 6< ^) tt7;^^i< 

(N-kFD^y-N-^fW^AH ;WMS^ 7 ^ ^ ~> 7 ;U , ( N - 

/$7;H3 ^-> - N - * ^frtDVJ^^ )V)\&®.7 fr*)^^ <N -<6»7;H3 ^rS'- 
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P a «fc 0 Sft 3 n*ST? 1 75M 3 ffliKtftS nfc^S5R«SI5!« u , 
mtt, i'75S6 0SE»*jkU 

Btt, c ! - c 4 7^u>ix«c 2 - c 4 t;i^^i/>s^^l, 

E«, C 1 -C 4 7;i^U>gXttC 2 -C 4 7JI/^U>g«7Kb, 

ntt, i nm3 ©seis^u 

iMatt. A^y>^^, {S«R7;i/3r;pa^ tHn^yiUJi^JH, /\ 

v"f£^7;n3^->s, t KD^-><£,®7;u3.*5>7;i^;i'S, iSM7)Vu^-^i3)v 

(3) R 1 *^ 7i-JK XttlMSIoiOMStlSSTl 7i^3P®KI$ 
ft fc 7 x - )\> T & S ft £-4ft » 

6&5»«k0 * ft & IT? 1 7?>M 3 {H M j& $ ft 7c 7 x n )IX' db Z> ik&tyj , 
(6) R 1 *^ 3, 5-h*7> (h'j7^D^f;iO 7i"jl'Xtt3, 4, 5- 
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(9) R 2 /^\ 3, 4 -f^7;U^-P 7 =c n;UXtt 3 , 4-^i7DP7i^;H:fe 

(10) A*«» ^fU>SX»AM- ;UST$>-5'fb'&'-^, 

(12) &&&y.tec ^CtT tt'*u>m-T; fc2>ik-&<to. 

(13) B5^\ ^-^T'S.?.^^^, . 

(14) DUfis l£^IC^X«*3 L l/>^T-&£<ft;'£-^> 

(15) E*^ C !~ C 4 Tn<*U>m-Cfc2>fc'& ! VQ* 

(16) E*«» X^l/>Xf£ h U V'>~cfoZ>\k'&m, 

(17) 1 Xte2 T fc^fc^tK 

(18) n**, 2 -efe«{b-&#J, 

(19) R 3 ^, - (CH 2 ) m -CO-R 5 T'J5^n«. 

(2 0) R 3 ^\ -CH 2 -CO-N (R a ) R "T fe^te^'-^K 

(2 1) R a Ri;R b tf>-7j^\ 7j<5St§C^ i&mTJU^rJl'm. kHD^ylXtt® 

WiT^^^c^T )V*)Vm*7K-?fr> R a K.tfR b ^— ^i:^^t, -^n<b7^ 

(2 2) — N (R °) R b J^\ N — (3-tFn^v'7'Dk , M - N - 5 
7, N — (4-th'0 + v'7'5 1 il') -N-^^JWTSy, N — 

-N-^^75/. N — (6 -tKD + ^y^) -N-/f)l/75 
y ^ N _ [2 - (2-tKD^'>Xh^-» X^;H -N-/^l/7S/> N- (2 
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-kFD^ylfW — N — y h+y7S 7 , N — ( 3 - £ .H/ # * >- 7 □ fcT;iO - 
N-^?Jl'7S;, 2- (3-hFo + yyDt:W fcfn'JvV, 4-kh'D + y 
y^l/tf^UvV, 4- (2-tFD + >'Xf/H tf^U^y v 4- (3-th'o 
*isZfu\Z)\,) tf^'J^y, 4- (2-th'o + yih4-» f^'J>V, 4- (t 
h'D^y7t^$F) tf^UvV, 4- (2 - t: HD^yX h^zs^J-JV) tf^U 
>VXtt4- (2-tFn + yifjV) fcf ^ ^ >V tfe ^-fb^^J 

Mt, -LIB (1) 7}M (2 2) ^ >=>}iiR^ urn* 1 cuam^n 

fc<fb x nt-t- (7) mm ±$ ! fm £ n <5 m. & ^ t u -c^ w -r ^ m Mm.f&w (# t , 

NK,, N K 2 Sl /X « N K 3 gt^^'Mto O tei!^ U < te^l^T £ £> 

?L\tm!km&^migv<ttfem?%rz&(DmMit&f&m izmi,. &\z. ±m (i) 
(22) ^63i^^n-5^-rn^ i ^iBm^nfefb-gr^xtt^cD^sii^F^^ 

*$£wu, w.iz, mmmm$o m\z, nk„ n k , Raf/xttN k 8 s$#*«^ 

E^mi^'#i) £M-T&£:i6<ZX -LIB (1) 75M (2 2) jiiR £ ^fn^ 

i (cfBm^nfcYb^^xtt^^^Jiirf^^nsiiw^^j^^chbTo^ffi^F^ t-, 

is<\*mmTzit&<D*mm&ttzitib<Dmmmj£to ^ssis-rsfc*©. JtiE( 1 ) 
75M (22) ^eiKsns^fn^ i fcfBm$nfefb^^xtt^-o^3i-hi^^$ 
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#Rflte, .JEfc, ##jfi©JtB3 (1) 75M (2 2) £> tiS Ufn^ 1 \z 

*©_L1B (1) 7?>S (2 2) «>&SK$tl<&^fn^ 1 fcKiRSftfc'fb'&ttXtt-t 

±IB— «SC ( I ) fc*^T, 
T 1 3i@©^$nfcT U — ;PSj C 6 -C 10 7U-J!/S$f 

±ib rc 6 -c 10 7'j— it. c 3-c x 0 ->^ ut)v*)v mmzu, 

-ttitt, Mtdte, *K3£» *3=JK X^JK ^ b*zs. + 5^7 
5-h'J/h + y7i-;i'X«3, 5 - tf * (hU7JWn^^) 7 jc -^"Cfc 

*S o 

-ettte, »jsttt» y^mmf, mmm^. ^mm^^nsomm^- 
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J:0H£$Fi8fc:W:. 3, 4-y7W07i-;i<Xtt3 l 4-i??DD7i-H 
tl*ST175M3"fflBtftSn/!:^x0 7'J— <Z)AfP7U-JHH tiiESfJgC 

Sc*u, 7>j;k ?x-;k trou;u> e^ytuu, ^5^7uji-, 

7 , / , jjk e'J'7;k tfu^x ;k eusy-jk ^^x;i/xn*7-if t?-;us 
T*D», 0F*fc"rau 7'j;k ^x-;k t?nu;K £^y*u;K -fs^'/'jJk 
t+it > /U.)k 'fy*D- , /'j;k ?7VUJk -fV?77'JJk fcT U S>;K tf U ^* 
S>x;K tf U $ 5>x;i>Xttfc! 7^;HOJ:5a, gSSfSHC^Rtf/Xte 

t; 'J i/^Xte: bf U 5 y^JHTfeo. 

^ ±sa ^td7'J-;Hj mom&m mz.it. c 6 -c 10 tu-;u ($? 

*y UTOfh7k HP-f y*y u;W6t*d#*. 
R 4 st;iiSf a©^ic^w§ r{g^T;u^7i'Sj «, x^;k y 

DtiK -f V -7°D t°;i/, 7*^;K -fV7'fJK sec -y^K t e r t -^^Jk 

^>^jk -fy^>^;k 2-/^;p^;k *=a-^>?;k i, l-v^^uy* 
at;k i-if;i/7atf;k ^vjk <v\+vik 3 -*3 t ;i^>^;k 2 
-y^;u^>^;i/. i-*^;i^>?Jk 3, 3 - ^y ^;uy*^;u, 2, z-v* 

1, l-y^^7fjk 1, 2 ->> ^^JUy'T-JU. 1. 3->>y^ 
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-rv^+yM«3, 3 -^^>;u7*^;nr* ffin«; x^;k -7° 

1 7l;M3<S®1^$tl^->^ □7;^;HjOy^ □7;U^;i^««, ist> X37°u ¥)l>. 
■>^n^jl/, ->^d^>^;I/, ~>^a^\+f>;U. is? 2 uJrtr 

^)V(D^oti.C 3 -C t ^9 u7)l*JUM&MvkV. IfFmiZte, C s - C 6 i/? uy )V 

R 4 Rc>'M^s^a^^^tcfett^> r;\Dyyffl7;^;Hj «> hubs r<s«R 

JK hU^OD/fJk f/7;i/^-p^^;U, y^DD/fJk y^D^B^fik 7 
R-Jra*^)^ 2 -7 JU^ujl^ju, 2-y*DDX^;K 2, 
2, 2-fU7WoifJk 2, 2, 2-hU^DDX5 1 Jk S-^DD/Dk" 

;k 4 -7;i/^-oy^;i/, 6 -3— K^=!p->;i/Xte2 , 2-y7*a*xf ji/tso 
R 4 iLT(l Mllfflfctt, 2 -:7A-:ti=iX5F;K 2 - £ d a x3\>UXte 

2-t HD + yX^k 2, 3-ykh'D + y7'Dt;k 3-k FD^y7'D 
fcf;k 3, 4-yk HD^r->y*5 1 ;i/Xtt4-k K □ * D Mfc te, 

kKo + y^f;k 2-tFo + yifjk 3 - t H □ *~>7°n If^Xtt 4 - t K 
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ZtkL. m?L&, *h^->. xh+v, n-7'o^y, ^V7'D^i/, n - 7' 
h=^->. ^V^h^v', s-^h^v, tert-7h^y, n-^>h^->\ < 
y^>h*>\ 2 b=lp->, *Jr^> b^->\ n - ^^->)i^-^->\ 4- 

;*5F;i/^> K=£:>, 3 -^^;i-^> h*~>, 2 -^^;L-^> h^r->> 3, 
^;i'y*h^v, 2, 2 -iS*^Jl<7 h*i/, 1, 1 -v^^Jl-y* h*>u 1, 2- 
^^^;Uy*h^v, 1, 3-y/^7*h + yXtt2, 3 - z? * Z>' h z/(D& 

o & c , - c 6 t ->ST & 0 ffjgctt, c 4 - c 6 7;^^yST-fe o , h 

2-^h + yl^k 3 h + v7*0 fc?;K ih + y/fJK 2 - X h ^^^^ 

;i'X«y'o^^~>^^;i/o=k-5^c 1 -c 4 t;pzi^v-tj|/^;ust : $. o , ~9e.\z&m 

\Z\Z, /h + y^fik 2-^h+yX5 1 ;k ih+y^HB2-ih + yi 
^;H?&0, «fc 0MtC$ff®{C:«, ^ b^ri^^^-JU, 2 h^X^XfctB -X 
b^X^UTSSo 
■«i»a-Og*fc*tt5 ri£^)Jg|t&^Tv';U»J ; R*<D7z.miZ&l,-t & 

mm7i')v**>'7)i>*r)i>&i (D&i&mffim7 ~s )\,n$t r a RtfR b <z> 5g fisted 
z> r<&mmmm7z')i>7$.;i&m7))'*j\'M} rm®.mmm7>-)U7$si&®. 

t{&mmmm7i/)V7 ^ ;&s <o^.mmmm7^)vm^-\t, c^c^mmr^^ 
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IZ. R a E;tfR b ©5E»K:fcW-£ r^^7jm^i/^;i^-;W£^7;Hi^'>7.^^ 
wfS^7;i'Zi^v-*;i/^x;uSi?^-a, MIS rfg^y^n^pi/gj 

□ 7^5>#;i,#-;K 7* b*~>ti)\s#-)l, s -7 h=>r->l})ltf-)l's tert - 

c 3 -c 9 7;i/=i=ir>^^^x;i,7;i/^;u^T:-s JEtcjfjiUtt, ^b=^>-^ 

;K x'K*->#;i^x;P;><^JK 2-xh+y*Mzjn?jk 3-ih^->ij 
m-^7d tr;u, ^□^^r->^;u^-ju^5 1 ;i/, 2 -ya^+y^^-^x,? 

3 --/□/J^v^tfxjl^a t°;t-coJ;-5 75:C 3 - C 7 7;L'Xi * - 

;i/ 7 ;i/ * A-g t- & 0 . ck <o m iz &m iz « v x mp > imM$j2J^ c 1 - c 4 t ;u ^ ;u 
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D*~>*h*->, + 2.. 3-vt Fo^y7'o^->> 3 

^ylr$l3f> fiFjgCtt, th'O + y^f + y, 2 — k h'D + ylh^y. 3_t 
KD*->7o#=^>Xte4 -k KD + yT* h^->T*0, ■JEfcMtett, 2-hP 
□ + ylh+y-Xtt3 - k Ka + y7o^ + yTfe*. 

R a , R b Rtf«tfe£f¥a©JtSK:*ttS Tk h'o + yfigJJP^^yJ^Mj 
tt, tufS )Vzi*i/T )\>*)\,m\ *«k FD + ySTllftStl&S^b, £F 

iCtt, C 3 -C 9 k h'o4 1 y7J^^y7;i'+Jl'iti& 0 , JEiziftmizU. tFa 
b*->;<^;K 2- (hh'o^y^h + y) X^;K 3- (kh'D^v/h' 
^y)^DkJk 2-tFo + yih=iPy^fJK 2- (2-t Fa + yxh+y) 
X3\>k 3-.(2-bFo^yXh + y) ^u\±)V. 3-tFP^D^^y^ 
7-)V. 2- (3-tFo + y/o^y) x^;i'X«3- O-tFD + y^P^ 
+ 7*n k;KDJ:5&C 3 - C JW + yJil'^MTS 0 > «k 0 tt, 
2 - k PD*->I h ^yt'SiSnfc C ! - C 4 T^^F^ST^ 0 , ^IllfiiCtt, 
2-kFn + yxF + y/fJk 2- (2-kFP^yiF^y) XfM«3- 
(2-kFD + ylF + y) Zfa k;UT& 0 . * 2- (2-kFo + 

R a Rl*'R b tf>^{Cim& ffc&T)\'Zl* ; isfcWLT)Y-3*i'7)V*)V&S te. HU 

p< h^->X h^r>'^5 L .^X«2 - (2 b=*^>X X^JUT&D* 
jgCte, 2- (2-^F^yXh + y) X^^TfeS. 

^y7;iTii$tlfcSSfi*L, fllAfef* vJ^fJk 2-y7/x^k 
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R a K.tf R b tf>5t§HC:mt3 ti/7 S<&1tik7)l'3*rz/7)l'*r)\'&] tt, MI2 

7)v-n*i/7)v*)V2k\ tfi>-7 /mT-mi&zntzm&Txis. ^jgfctt* ->7;-c 
3 -c 9 7;^^j/7;^Mi?3&D, MfcSfasfcte, y7;-c 3 -c 4 7;io + y 

7M;Hti&(], 2->7yih + '>^fil'Xtt2 - (2-->7 

/X h=!r~» x^;l/Tr$> 0 » «fe.«fiS»Ctt, .2 - (2-y7;xh^y) X^JHr 

«rt;1'3=^-->7';p*;u*j ^^^y-lTt tits $s t , 

^^-> - c 3 - c 5 7J^ ^ y7;^Mt^ 5 , m\z&mzu. #;i/#^~>-c 3 

- C 4 7Jl'n^>'7;^^ST$i "3, 4#te$?afifctt, 2-*M + yih+y^f 
;i-X«2- (2-*W + yXh^y) X3=JUT?& 9 Sfcffififctt, 2 - (2- 

ij^ + yih + y) x^pt&s. 

sj mtflB t&m.7 )vu*c>>7 )v*c)vmi tf{&m7)vn*z/ji')v#~)\,-m-cw.&. 

0, WKJffSifctt* 2 - ^ h ^y* J^-Jl^x h ^ y ^ fJl'XIi 2 - ( 2 - p< h * 

yAM-jUh+y) x3=-;wt&?k **> 2- (2 b=^->#;i^ 

R a RtfR b GD^Ssf;::fett£ r*;i./iqE< )V&m7 MI2 t&®.7)l 
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*W\ , Hil'-C3-C 9 7JlO^y7Jl4.^ST$0, JEKl£?®K«> ft^A^E-f 

=^i>^5 1 ;L'X«2 - ( 2 -ti)Vn^ )VJL b^-zy) X^UT&D, 
2- (2-.*^A ,; E<;Hh + -» X^Hr&^o 

;i'75yf!S7;i/3*>'7^;Hj <zM£,mii§ifcj!£7v';)/7$ iufe r<g 

Iitei7y;nj tii^^fc75ys§ib> 0B*.#, *^5^7$y, 7-t 
^)U7£.s> ^□e«7s; > ^'j^7sy, <v^ i j^75;, 
/<ji.7sy, tr/N'D-f jpts /v A'i/u^7$yxtt-fyMi/ | J^75yTfeo 

$fjli'«, *;i/S;i-7i£/> 7t^7 5yX(i7°atft-^7 5yT"fei9, 

it f;i/7 5 y T't^^tifc c ! - c 4 7;^;htj o , m^tti-m 

\Zit. 2-7t^;i/7 5/Xf;k 3 - 7±^)U7 ^ y y°U^)lXU4-7iL^J\y 
75y^l/T"So. 

r a s. r b <d si c & w * rfgj^flg mm7^)V7^ym,m.7)vmr^7)v^)^ 
it$fltn> T-ti5 i ;u75y-c 3 -c 4 7;ni^'>T;i'^r;^S i c : ^o, 

ilte, 2-7tf^75;ih + y/fJkXtt2 - (2-7tf ^75/Xh^y) 
X^;UT£> 0 > m&lffMlZlt, 2 - (2 -7tfJl/75/Xh^y) X^;i/T&£o 

R a R^R b oD^^H43tt^ U&W.7 fr^n^fr-fc-frT ^ y 7 JUKI'S J 



WO 2005/080385 



PCT/JP2O05/O03545 



15 

jffjgCtt, C 1 -C 2 7Jl/^-S0 2 NH-C 1 -C 4 7)^JHT:'fe'9« J£\Z»M 

^yi<gj tt, ffSKtt, C 1 -C 2 7il4.^-S0 2 NH-C 3 -C 9 7;V3^y7^ 
^jUti&O, JgKSFSfctt, ^mil'«7S/-C 3 -C 4 7^a^y7^ 

^ht?*o, WKffjSctt, 2 - ^ fjia j^-;i'7 s ; i h + ? ^xa 2 

- (2-/?;WJW-;i'75;xh^-» X^JUT&Os *fc£PiS{~te. 2- (2 
yUTM&SnfcC x - C 4 7)U=¥)UmX'$> 0 , SkfcffiSCtt. 2- (N-tFo^y 

-N-y^yi/^yuA^r-r yio x^yk 3- (n- t no* >-n- ^yi^yu/t^ 
R a R^R b o^^-{c*3(-t^ r(N- 1 h* p^v'-N-^9 L yi/^yi'/^ ; &-ryi') f&3& 

7)V^=¥->7 )l^r)V&} \t. &miZ\t, N - \l V U - N - * )Vn^^ )V 

X'Wl&ZtifcC 3 - C 9 7 frzi^z/T )V*-)V2k~elb 0, 35fcSf2lwtt» N- t Hat 
N - y 5=-;p*;WX*< ;i/T«lftS nfc C , - C 4 7 )VU*c 'is7 )V*r)VmT~$> 0 , 

wt»5actt, 2- (n- t Fo^-N-y^yi-^WN'^-Y yw xh*^*^ 

X«2- [2- (N - t F D ^ - N - ^ ? Jl' A ^At'f ;W Xh^r^>] X5P;i-T- 
HfejffifiCtt. 2- [2- (N-kHD^y-N-^^Jl/A't-f;!/) X 

R<\ R b £:U^^2#a(D£3ilC&tt£ r(N -iS«R7;m^r'> - N - ^ 

yi//t^-ryu) m&7)v*)vmi \t, &m\z\t, n- (c rCjT;^^) -n- 
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2- (N-* b*F-is-H- tf-JVtDUrt*:^ )V) Xf^K 3- (N-^K^->-N 

R a %.z*R b (D7£m\z&< f -tz> r(N-{g|RT;uzi^->-N-^^;u*;i'A* ; E-i';i/) 
fii7;^^-/7J^;nj n- (c i - c 2 x;H3*-» -N-y 

h * v - n - y ^ ;u ti >vn < ;u -e w & $ n tz c 3 - c 4 7 ;u n ^ >> t a> ^ ;u m t- 

^;i-Xtt2- [2- (N-y h^-N-y ^.n^i/A^E-f ;i>j xh=t^>] x^;p 

^^i^hsj risiftai»a«toa^$nsa£-ei73M3fflaifesnfc'&^3!s 

J*iiC^£^T^T%>«k^ 4 75M7a*g*3R«-T?i&D, **K-=P&d>»: 

/x^^^i^u ;t2bD, 4*t»iSfctt, toys;;, 
'jyxtt^ttMy/tffeo, «*>»igtctt, tfp'jv 5 /, tf^jj sexist?"* 

si*. #*K:fcju imi^ a «k oi^$ns 1 1 ©ix'S^$nfc^^s$?gi 
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HJ*^l/>, 2 — X h 'J ^ ? U >Xtt 3 — J-)V h U / ? 1/ >T$> 0 t#> 

X^l/>X« h U ^5^l/>-e*0. ^fe^Fiittt, Xfl/>T*§. 
B&tKEOJtlgKl&tf & rc 2 -C 4 T;i'^r— 1/>^J tt^ X-rX 
2-7'D^-U>> l-^fJl/-2-yD^-U>, 2 2 -"/D^Xl/ 
>, 2-i^-2-^O^-U>X«2-^f-l/>t£0i, If 
-I/>, 2 -yo^-l//Xtt 3 - 7*f-l/>T'S 0 „ M^$f M(3 te, JL^-U> 
X«2 -7*O^Zl/>-e*5. 

y7tW>yXIJ3 -fc h'D + y7*0 kf^x.JUTS /T&D, 4* 
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AtOi -5 tz7)Vt) U * ;i/ -> C7 Atg^ L- < tt-T ^ ^ >> # Ata©-«fc 3 7;u 

£^;P7S>ifi, y^>yA7 5>I. i e;u#u>itt : , ^xx;u 

-x->*>:&. yX^75>S- h U l?Jl'7 5>I, ? n s\3rzs)U7 S. >i&, 
N, N* -^>yJHfl/>y7$>I ( 2 □ D 7° □ # :7n 
i?X^;-;i/7 3>I, N-^>^7i^;i/75>I, tf^^^>^, 5"b^ 
*^)V7 >^Ex>j7AmX« h U7 (hFo^y^fJW 75//^>i0J:5af 

^ss^o-fess; (i) ^wrs-fb^xtt-^oaisi^snstKtt, ^^"ftc 

*3S93©-JK:a; (I) &^iTZ>4k&m\z ^p^^^'ktcS^X^Stt 

*56Mo-fb^-<ISjfc*5irJTtt, dft£©gtfe#:33«fctf;in 

6©Mtt#©iS^**-r^T^i— ©^ bp*— ^ ( i ) ^$nt^§. tot, 
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TUm^it^^m^. TAcJ U7^)V^mV. TMeJ te^^PSr^U TEtJ « 

x^.H'£^L, rp r j i"ip r j te-f v^d tf;i/£^u tb u j 

TiBuJ tt^y^^b< rpnj tt'O^JUfewb, TiPnj y 

^>^;u£^b. rtBuj « tert-y^;i/^^ l-s r c p r j tt->i7 □ y°D tf;u^^L> 

TcBuJ D^;U*^b, TcPnJ ttS^ D^>^;U?r^b, TcHxJ te->^ D 

^•>j«su r'Morj tttM'jy^ii, rpipj tttr^u £V 

«\ r 4 -(H 2 NCO)-Pipj «4-75y*M-;i'^7^;^b < ) rpi prJ «tf^ 

^^V^^L, TAzeJ liT-tf^v 1 — / rp yrr j tt tT o >J 5^ y 




OCH 3 



OCH 3 



(1-1) 



ut&mm. 1 ] 



0CH3 





R 2 


R 3 


1-1 


3,4-diF-Ph 


Me-CO-0-CH 2 -CO 


1-2 


3,4-diF-Ph 


Me-CO 


1-3 


3,4-diF;Ph 


Et-CO 


1-4 


3,4-diF-Ph 


Pr-CO 


1-5 


3,4-diF-Ph 


iPr-CO 


1-6 


3,4-diF-Ph 


BuCO 


1-7 


3,4-diF-Ph 


iBu-CO 


1-8- 


3,4-diF-Ph 


Pn-CO 


1-9 


3,4-diF-Ph 


iPn-CO 


1-10 


3,4-diF-Ph 


tBu-CH=-CO 


1-11 


3,4-diF-Ph 


cPr-CO 


1-12 


3,4-diF-Ph 


cBu-CO 


1-13 


3,4-diF-Ph 


cPn-CO 


1-14 


3,4-diF-Ph 


cHx-CO 
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1 15 


3,4-diF-Pn 


MeU U±l2 UU 


1-16 


3,4-diF-Ph 


Mor-C/H2"CO 


1-17 


3,4-diF-Ph 


TV /T /riTT \ /-\ 

Mor-(CH2;2-CO 


1-18 


C\ A 1 ' TT\ TX 1 

3,4-diF-Ph 


Mor-(CH2)3-CO 


1-19 


3,4-diF-Ph 


P1P-CH2-CO 


1-20 


3,4-diF-Ph 


Pip-(CH2)2-CO 


1-21 


3,4-diF-Ph 


Pip-(CH2)3-CO 


1-22 


3,4-diF-Ph 


Pipr-CH2-CO 


1-23 


3,4-diF-Ph 


Pipr-(CH2)2-CO 


1-24 


3,4-diF-Ph 


Pipr-(CH2>3-CO 


1-25 


3,4-diF-Ph 


EtO-CO 


1-26 


3,4-diF-Ph 


MeO-(CH 2 )2-O-C0 


1-27 


3,4-diF-Ph 


F-(CH2)2-0-CO 


1-28 


3,4-diF-Ph 


Propargyl-O-CO 


1-29 


3,4-diF-Ph 


EtO-CO-CH2-NH-CO 


1-30 


3,4-diF-Ph 


EtO-CO-(CH 2 )2-NH-CO 


1-31 


3,4-diF-Ph 


EtO-CO-(CH 2 )3-NTi-CO 


1-32 


3,4-diF-Ph 


Et-NH-CO 


1-33 


3,4-diF-Ph 


HO-(CH 2 )2-N(Me)-CH2-CO 


1-34 


3,4-diF-Ph 


EtO-(CH 2 )2-NH-CH 2 -CO 


1-35 


3,4-diF-Ph 


Me-NH-CH 2 -CO 


1-36 


3,4-diF-Ph 


Et-NH-CH 2 -CO 


1-37 


3,4-diF-Ph 


1 % "V t*T" T *f A—+m a—\_ 

Pr-NH-CH2-CO 


1-38 


3,4-diF-Ph 


iPr-NH-CH2-CO 


1-39 


3,4-diF-Ph 


(Me)2N-CH 2 -CO 


1-40 


3,4-diF-Ph 


(Et>2N-CH2-CO 


1-41 


3,4-diF-Ph 


(Pr)2N-CH 2 -CO 


1-42 


3,4-diF-Ph 


(iPr)2N-CH 2 -CO 


1-43 


3,4-diF-Ph 


/ *H /T /—\ riTT \ XT /"ITT y— \ 

(MeO-CH2) 2 N-CH2-CO 


"1 _ a'a 

1 44 


3,4-dir -Jrn 




1-45 


3,4-diF-Ph 


Aze-CH 2 -CO 


1-46 


3,4-diF-Ph 


Pyrr-CH 2 -CO 


1-47 


3,4-diF-Ph 


Pip-CH 2 -CO 


1-48 


3,4-diF-Ph 


4-(H 2 NCO)-Pip-CH2-CO 


1-49 


3,4-diF-Ph 


4-(HO-CH 2 )-Pip-CH 2 -CO 
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1-50 


3,4-diF-Ph 


4-(HO-CH2-CH2)-Pip-CH2-CO 


1-51 


3,4-diF-Ph 


HO-CO-CH2 


1-52 


3,4-diF-Ph 


MeO-CO-CH2 


1-53 


3,4-diF-Ph 


EtO-CO-CH 2 


1-54 


3,4-diF-Ph 


H2N-CO-CH2 


1-55 


3,4-diF-Ph 


(Me) 2 N-CO-CH 2 


1-56 


3,4-diF-Ph 


(Et) 2 N-CO-CH2 


1-57 


3,4-diF-Ph 


(HO-CH 2 -CH 2 )2N-CO-CH2 


1-58 


3,4-diF-Ph 


HO-CH2-CH 2 -NH-CO-CH 2 


1-59 


3,4-diF-Ph 


HO-CH2-CH2-N(Me)-CO-CH 2 


1-60 


3,4-diF-Ph 


Mor-CO-CH 2 


1-61 


3,4-diF-Ph 


Pip-CO-CH 2 


1-62 


3,4-diF-Ph 


Pipr-CO-CH 2 


1-63 


3,4-diF-Ph 


HO-(CH 2 ) 2 


1-64 


3,4-diF-Ph 


H 3 N-(CH2) 2 


1-65 


3,4-diF-Ph . 


(Me) 2 N-(CH 2 )2 


1-66 


3,4-diFPh 


(Et) 2 N-(CH 2 ) 2 


1-67 


3,4-diF-Ph 


(HO-CH2-CH 2 )2N-(CH 2 )2 


1-6S 


3,4-diF-Ph 


HO-CH2-CH 2 -NH-(CH 2 )2 


1-69 


3,4-diF-Ph 


HO-CH2-CH2-N(Me)-(CH 2 ) 2 


1-70 


3,4-diF-Ph 


Mor-(CH 2 ) 2 


1-71 


3,4-diF-Ph 


Pip-(CH 2 ) 2 


1-72 


3,4-diF-Ph 


Pipr-(CH 2 ) 2 


1-73 


3,4-diF-Ph 


H2N-CO-NH-CO 


1-74 


3,4-diF-Ph 


(Me) 2 N-CO-NH-CO 


1-75 


3,4-diF-Ph 


(Et) 2 N-CO-NH-CO 


1-76 


3,4-diF-Ph 


(HO-CH 2 -CH 2 )2N-CO-NH-CO 


1-77 


3,4-diF-Ph 


HOCH2-CH 2 -NH-CO-NH-CO 


1-7S 


3,4-diF-Ph 


HO-CH 2 -CH 2 -N(Me)-CO-NH-CO 


1-79 


3,4-diF-Ph 


Mor-CO-NH-OO 


1-80 


3,4-diF-Ph 


Pip-CO-NH-CO 


1-81 


3,4-diF-Ph 


Pipr-CO-NH-CO 


1-82 


3,4-diF-Ph 


H2N-SO2-NH-CO 


1-83 


3,4-diF-Ph 


(Me) 2 N-S0 2 -NH-CO 


1-84 


3,4-diF-Ph 


(Et) 2 N-S0 2 -NH-CO 
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1*S5 


3,4-diF-Pn 


/TTA ATT /"ITT \ XT f"*l /"\ TVTTT /~1 /"N 

vHO-CH2-CH2)2N-S02-NH-CO 


1-86 


3,4-diF-Ph 


TTA HTT /-«TT \ttt f*1 /"N \TTT /"I /~\ 
HO-CH2-CH2-NH-SO2-NH-CO 


1-87 


3,4-diF-Ph 


TTA nTT /NTT *v t /"» jr \ r*l "XTTT /""I /"v 

HO-CH2-CH2-N(Me)-S02-NH-CO 


1-88 


3,4-diF-Ph 


Mor-S02-NH-CO 


1-89 


3,4-diF-Ph 


Pip-S02-NH-C0 


1-90 


3,4-diF-Ph 


Pipr-S02-NH-CO 


1-91 


3,4-diF-Ph 


Mor-CH2-CO-NH-CO 


1-92 


3,4-diF-Ph 


Pip-CH 2 -CO-NH-CO 


1-93 


3,4-diF-Ph 


Pipr-CH 2 -CO-NH-CO 


1-94 


3,4-diF-Ph 


H2N-CO 


1-95 


3,4-diF-Ph 


MeO-(CH2)2-0-CH2 


1-96 


3,4-diF-Ph 


MeO-CH 2 


1-97 


3,4-diCl-Ph 


Me-C0-0-CH 2 -C0 


1-98 


3,4-diCl-Ph 


Me-CO 


1-99 


3,4-diCl-Ph 


Et-CO 


1-100 


3,4-diCl-Ph 


Pr-CO 


1-101 


3,4-diCl-Ph 


iPr-CO 


1-102 


3,4-diCl-Ph 


Bu-CO 


1-103 


3,4-diCl-Ph 


iBu-CO 


1-104 


3,4-diCl-Ph 


Pn-CO 


1-105 


3,4-diCl-Ph 


iPn-CO 


1-106 


3,4-diCl-Ph 


tBu-CH2-C0 


1-107 


3,4-diCl-Ph 


cPr-CO 


1-108 


3,4-diCl-Ph 


cBu-CO 


1-109 


3,4-diCl-Ph 


cPn-CO 


1-110 


3,4-diCl-Ph 


cHx-CO 


1-111 


3,4-diCl-Ph 


MeO-CH2-CO 


1-112 


3,4-diCl-Ph 


Mor-CH 2 -CO 


1-113 


3,4-diCl-Ph 


Mor-(CH2)2-CO 


1-114 


3,4-diCl-Ph 


Mor-(.CH 2 ./3-CO 


1-115 


3,4-diCl-Ph 


Pip-CH 2 -C0 


1-116 


3,4-diCl-Ph 


Pip-(CH 2 )2-CO 


1-117 


3,4-diCl-Ph 


Pip-(CH 2 )3-C0 


1-118 


3,4-diCl-Ph 


Pipr-CH 2 -C0 


1-119 


3,4-diCl-Ph 


Pipr-(CH 2 ) 2 -CO 
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1-120 


3,4-diCl-Ph 


Pipr-(CH2)3-CO 


1-121 


3,4-diCl-Ph 


EtO-CO 


1-122 


3,4-diCl-Ph 


MeO-(CH 2 )2-0-CO 


1-123 


3,4-diCl-Ph 


F-(CH 2 )2-0-CO 


1-124 


3,4-diCl-Ph 


Propargyl-0-CO 


1-125 


3,4-diCl-Ph 


EtO-CO-CH 2 -NH-CO 


1-126 


3,4-diCl-Ph 


EtO-CO-(CH 2 ) 2 -NH-CO 


1-127 


3,4-diCl-Ph 


EtO-CO-(CH 2 ) 3 -NH-CO 


1-12S 


3,4-diCl-Ph 


Et-NH-CO 


1-129 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -N(Me)-CH 2 -CO 


1-130 


3,4-diCl-Ph 


EtO-(CH 2 ) 2 -NH-CH 2 -CO 


1-131 


3,4-diCl-Ph 


Me-NH-CH 2 -CO 


1-132 


3,4-diCl-Ph 


Et-NH-CH 2 -CO 


1-133 


3,4-diCl-Ph 


Pr-NH-CH 2 -CO 


1-134 


3,4-diCl-Ph 


iPr-NH-CH 2 -CO 


1-135 


3,4-diCl-Ph 


(Me) 2 N-CH 2 -CO 


1-136 


3,4-diCl-Ph 


(Et) 2 N-CH 2 -CO 


1-137 


3,4-diCl-Ph 


(Pr) 2 N-CH 2 -CO 


1-138 


3,4-diCl-Ph 


(iPr) 2 N-CH 2 -CO 


1-139 


3,4-diCl-Ph 


(MeO-CH 2 ) 2 N-CH 2 -CO 


1-140 


3,4-diCl-Ph 


(MeO-CH 2 -CH 2 ) 2 N-CH 2 -CO 


1-141 


3,4-diCl-Ph 


Aze-CH 2 -CO 


1-142 


3,4-diCl-Ph 


Pyrr-CH 2 -CO 


1-143. - 


3,4-diCl-Ph 


Pip-CH 2 -CO 


1-144 


3,4-diCl-Ph 


4-(H 2 NCO)-Pip-CH 2 -GO 


1-145 


3,4-diCl-Ph 


4-(HO-CH 2 )-Pip-CH 2 -CO 


1-146 


3,4-diCl-Ph 


4-(HOrCH2--CH 2 )-Pip-CH 2 -CO 


1-147 


3,4-diCl-Ph 


HO-CO-CH2 


1-148 


3,4-diCl-Ph 


MeO-CO-CH 2 


1-149 


3,4-diCl-Ph 


EtO-CO-CH.2 


1-150 


3,4-diCl-Ph 


H 2 N-CO-CH 2 


1-151 


3,4-diCl-Ph 


(Me) 2 N-CO-CH 2 


1-152 


3,4-diCl-Ph 


(Et) 2 N-CO-CH 2 


1-153 


3,4-diCl-Ph 


(HO-CH 2 -CH 2 ) 2 N-CO-CH 2 


1-154 


3,4-diCl-Ph 


HO-CH 2 -CH 2 -NH-CO-CH 2 
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1-1 

X J.OO 


o,*± ciiv-/i rn 


TTn-PTTo-PTTn-M^TvT^VPn-PWo 
XI \J V-/X12 V--XX2 IN VIVXe/ vU OX12 


1-1 "v£ 
1 XOO 


Q A ~A1 PI -T>V| 

o,4 uiui x n 


lvior 0x12 


llo / 


o a - a* ^ i ^ «T">Vi 
o,4 aiOl Jrn 


Jrip UJn.2 


1 loo 


o,4 aiOl r n 


T">; « PPi - Ptt« 


1.1 CA 

l 159 


o,4-aiUl Jrxl 


Tin. f z^xj ^« 




O A - A I r*1 -"D"U 

0,4-alul-Jrn 


TT ^ \T r\ TT „\ 

M2IN voxi2V2 


1"161 


o,4-CllUl"Jrn 


e; 2 JN V H2.) 2 


1-162 


o,4 caul Jrn 


/tjijA XT-fOTJT > \ 


1*163 


O ^1 _ J • /~il _"D"U 


\tlU -OH2 L'll2/2JN VOXl2^2 


1*164 


3,4-CliUl irn 


Tjrr^-r^TJ"~- OT-T~-XTT-T-/'f~ t TT,^ ~ 
nU UM2 UM2 JNJ1 ltii2h 


1-165 


O A . J * /"""l T>"U 
0,4-CllUl-r'n 


HU Ux±2 Uxi2 -JNUVLey vL'±i2/2 


1-166 


0 j ,v /~n t>"u 


T\yr^— /pit \ 


1-167 


O A A * T)l_ 


Pip-( k UH2^2 


1-168 


O .1 J • /~11 T)l». 


Pipr-vUxl2>>2 


1-169 


3,4-diCl-Ph 


TT XT "KTTJ /~1 /^v 


1-170 


O A ,1 Til TOT- 
3,4-diCl-Ph 


/tv/T^X "NT \TTT 

AMe;2JN-UL>-JN±l-L'Vj 


1-171 


3,4-diCl-Ph 


/-rri XT /""I /~\ \TTT /^l /~\ 


1-172 


3,4-diCl-Ph 


(HO'CH2*CH2j2N*OU"NH-OU 


1-173 


O ^ Jl • A 1 T"* 1_ 

3,4-diCl-Ph 


TTA att nrr XTTT PA.\TTJ-nn 


1-174 


3,4-diCl-Ph 


TTA ATT rcrr XT^TV/T^X /^li^k XTTT-OrX 


1 1 nr 

1*175 


3,4-aiCl-Ph 


TV tr nAATTT A a 


1-176 


0,4-dlUl-Pn 


Pip-GU-JNxi-t/U 


1-17 / 


0,4-dlOl-Pll 


Tj> • /^v « XTT-T -C* C\ 

riprLU INn UU 


i .1 nn 

1 178 


0,4-dlUl-Pn 


TT XT - Q rX ~ - \.TTJ - /^k 

X12JN 0U2 JNxi OU 


1-179 


O A .A' r^l T3"U 

3,4-dlul-pil 


UVle^JN o<J 2 JN xl O U 


1 - 1 OA 

l-lol) 


O /f - ,-1 - /""ll T">"U 


/TpxX XT - G rx ~ - XTTT - O 


1 . 1 O 1 

1 lol 


O ,1 _ J * /""ll _T)"U 

o,4 Qiu rn 


VXllJ Oxl2 L/XX2/2JN 0U2 JNJcl UU 


1 loZ 


Q A -Al Ol -"Dim 


xlL/ Url2 L/X12 JNxi 0U2 In xl UU 


1 loo 


0,4-dlUl-Pn 


XT r\ - TT « . r\ TT „ . XT ( A /T ^ - C! C\ « - XTT-T - P Pk 
nU UI12 OI12 JNUVLe./ 0U2 JNxi 


x xo*± 






1-185 


3,4-diCl-Ph 


Pip-S0=-NH-C0 


1-186 


3,4-diCl-Ph 


Pipr-S0 2 -NHCO 


1-187 


3,4-diCl-Ph 


M01-CH2-CO-NH-CO 


1-188 


3,4-diCl-Ph 


Pip-CH 2 -CO-NH-CO 


1-189 


3,4-diCl-Ph 
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4 nU rip OVJ L/XI2 


i o r7 /~v 

1"370 


3,4-air "rn 


4 InU Un2j rip Oxi2 


1-371 


O >4 J • TP T>"1_ 

3,4-diF-Ph 


4 IMU VOM2/2J rip L/VJ Ori2 


1-372 


r\ a 1 *TP T"> 1 

3,4-diF-Pn 


4"VMU kL'i±2^3; rip-UU-Ori2 


1-373 


O yl J * XT' TT> 1_ 

3,4-diF-Pn 


4 inU Itn2j4rrip 0x12 


1-374 


3,4-air r n 


4 i,nU Url2 Urr lp UU Uri2 


t oprr 

1-375 


O A J * T7* T*>T_ 

3,4-air -Ph 


4 \nU \Uri2j2 rip UU UJtl2 


1-376 


c\ a J\ 'TP Til. 

3,4-diF-Pn 


4-inU IUM2J3 Uj rip UU Uri2 


1-377 


3,4-air -Ph 


4 n2JN rip UU uri2 


1-378 


3,4-diF-Pn 


4 -^AciNrl; rip tU -UJrl2 


1-379 


3,4-diF-Ph 


4inU Unrl'UiNM; rip Urn 


1-380 


O j *I • "T"P TT\1 

3,4-diF-Pn 


4 InU Iuri2j2 U Url2/ r ip Ori2 


1-381 


3,4-diF-Pn 


4"lnU UUj rip Oxi2 


1-382 


3,4-diF-Ph 


4-vJd(J-U(J-U±l2/> Pip CyL>-L/ri2 


1-383 


3,4-diF-Ph 


4"vrlU"CU ^Urd2y2>^ rip UU Ori2 


1-384 


«-» j j • TT* T"| "l_ 

3,4-diF-Ph 


4"lnU LU lUn2/3; rip tU Ori2 


1-385 


r\ a 1 * TP T"kl_ 

3,4-diF-Ph 


4 _ inU UU lun2Mrrip-UU-Url2 


1-386 


r\ a J * TT' "01— 

3,4-cLiF -Pn 


4 -Ut±2JN L/Uj rip l»U Uri2 


1-387 


O yl J " T7» TJ 

3,4-dJLr -Pn 


4 -^rl2xN-L/U L/±l2^ rip UU UJHL2 


1 o o o 

1-388 


O /l J " TP 131, 

3,4-aix 1 "Jrh 


4 VX12JN UU vOrL2/2/ rip Orl2 


1-3S9 


3,4-air "Jrh 


4 VJtl2xN UU M,Oxl2/3/ rip OX12 


1 o9U 


o,4-air rn. 


4 A-XJ-2XN L/U \Oxl2/4/ rip V^U Oxl2 


1*391 


O A J 1 TT* "DTL 

3,4-air rn 


4 Irlu IN UVie/ UvJ/ rip K^\J Orl2 


1-39^ 


O A J * TP T> T_ 

o,4 air rn 


4 Vilv iNvlvie^ UU rip OJC12 


"I O ft o 

1-393 


3,4-diJb rn 


4 UtlU lNUVie^ UU ^0x12^ 2^ rip OVJ 0x12 


X o u-± 


O , *± LLXX XT XI 


4-(HO-N(Me)-CO-(CH'>)3)-Pin-CO-CH^ 


1-395 


3,4-diF-Ph 


4-(HO-N(Me)-CO-(CH 2 )4)-Pip-CO-CH2 


1-396 


3,4-diF-Ph 


4-(MeO-N(Me)-CO)-Pip-CO-CH 2 


1-397 


3,4-diF-Ph 


4-(MeO-N(Me)-CO-CH 2 )-Pip-CO-CH 2 


1-398 


3,4-diF-Ph 


4-(Me0-N(Me)-CO-(CH 2 ) 2 )-Pip-CO-CH 2 


1-399 


3,4-diF-Ph 


4-(MeO-N(Me)-CO-(CH 2 ) 3 )-Pip-CO-CH 2 
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1-400 


3,4-diF-Ph 


i /tv if r\ tvtYtvvt N i~\ r\ /riTT \ \ t>; /~i r\ _ pTT 

4-(MeO-NCMehCOHCH2.)4hFip-uU-Oil2 


1-401 


3,4-diF-Ph 


3-Oxo-Pipr-CO-CH2 


1-402 


3,4-diF-Ph 


4-Ac-Pipr-CO-CH2 


1-403 


3,4-diF-Ph 


4-(HO-(CH2)2)-Pipr-CO-CH2 


1-404 


3,4-diCl-Ph 


MeONH-CO-CH2 


1-405 


3,4-diCl-Ph 


EtO-NH-CO-CHs 


1-406 


3,4-diCl-Ph 


PrO-NH-CO-CH2 


1-407 


3,4-diCl-Ph 


BuO-NH-CO-CH 2 


1-408 


3,4-diCl-Ph 


PnO-NH-CO-CH2 


1-409 


3,4-diCl-Ph 


HxO-NH-CO-CH2 


1-410 


3,4-diCl-Ph 


HO-(CH2)3-NH-CO-GH2 


1-411 


3,4-diCl-Ph 


HO-(CH2)4-NH-CO-CH2 


1-412 


3,4-diCl-Ph 


HO-(CH 2 )5-NH-CO-CH2 


1-413 


3,4-diCl-Ph 


HO-(CH2)2-0-(CH2)2-NH-CO-CH2 


1-414 


3,4-diCl-Ph I 


Me-CH(OH)-(CH2)3-NH-CO-CH2 


.1-415 


3,4-diCl-Ph 


HO-(CH 2 )6-NH-CO-CH 2 


1-416 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 )3-NH-CO-CH2 


1-417 


3,4-diCl-Ph 


HO - (CH 2 )s-N(Me) - CO - CH 2 


1-418 


3,4-diCl-Ph 


HO-(CH 2 )4-N(Me)-CO-CH 2 


1-419 


3,4-diCl-Ph 


HO-(CH2)5-N(Me)-CO-CH 2 


1-420 


3,4-diCl-Ph 


Me - CH(OH) - (CHjVN (Me) - CO - CH2 


1-421 


3,4-diCl-Ph 


HO-(CH 2 )6-N(Me)-.CO-CH2 


1-422 


3,4-diCl:Ph 


HO-(CH2)2-0-(CH2)2-N(Me)-CO-CH2 


1-423 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH2)3-N(Me)-CO-GH2 


1-424 


3,4-diCl-Ph 


HO-(CH2)2-N(Et)-CO-CH 2 


1-425 


3,4-diCl-Ph 


HO-(CH2)3*N(Et)-CO-CH2 


1-426 


3,4-diCl-Ph 


HO-(CH2)4-N(Et)-CO-CH2 


1-427 


3,4-diCl-Ph 


HO-(CH2)6-N(Et)-CO-CH2 


1-428 


3,4-diCl-Ph 


HO-(CH2)6*N(Et)-CO-CH2 


1-429 


3,4-diUl rti 


TT/^„/i^TT„\ ft .pv_/'pTT 0 \ 0 .XTrTPfVPn-PTTo 
ZWJ vL/Jtl2/2 L/ vl^Xi2/2 In ^XL/ 1/ O w OX12 


1-430 


3,4-diCl-Ph 


HO - C(Me) (Me) - (CH2) s'-N(Et) - CO - CH2 


1-431 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -N(Pr)-CO-CH2 


1-432 


3,4-diCl-Ph 


HO-(CH 2 )3-N(Pr)-CO-CH 2 


1-433 


3,4-diCl-Ph 


HO-(CH 2 )d-N(Pr)-CO-CH2 


1-434 


3,4-diCl-Ph 


HO-(CH2)s-N(Pr)-CO-CH2 
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X ftOO 




TTn-(PT-Toi/ ? -X]YPvi-Pn-PTT«> 


1 - A Q £ 


o,4 CLlOl Jril 


XI U \\sxl2/2 KJ Vv^Xl2/2 IN \rTJ L/U 


1 ->1Q7 

1 4o/ 


o,4 CllOX Jrn 


XI w L/UVie^VlVie./ v.OXl2^3 IN^irly' 0x12 


1 4oo 


o,4 Qiul Jrn 


TTP-fPXT« , \«-XFYPi^-PP-P'XTr» 
XI vJ vL/Xl2/2 IN vX5 IV \sKJ V^Xl2 


1 _ A OQ 


3,4-aiOl PJi 


JtiU vOxi2>3 JN IJourOU U1I2 


1-440 


3,4-aiOl-Pn 


JtdU"vOxi2M JN V±>u;-UU U±±2 


1 A A 1 

1-441 


3,4-diGl Th 


Tin./'nTJ \ _XT/X> , , \ - /~\ - OXI 


1 A A C*% 

1-442 


3,4-diUl-Pn 


TJA. / riTT \ \T/ r D..\ - /T^k- /~1XT 

HO-(,UH2Jg-JN vJ3u.) GJri2 


1-443 


3,4-diGl-Pn 


JtlU-vUJdL2;2-U -vL/±±2.'2 -JNv±>W-UU-Uxl2 


-t AAA 

1-444 


3,4-aiL/l-Pn 


JKJ'UlMeMMe; -i,u±±2;3 JN^x>u;-UL/-u±i2 


1 A A C 

1-445 


3,4-aiCI-Jrh 


rLU-lL/rl2>2"JN Ici^rrL-U U112 


1 A A /* 

1*446 


3,4-aiOl-Pn 


±1U - ^ U±±2^ 3 JN vcPr; UU* Ox±2 


1-447 


3,4-diCl-Ph 


M(J-l k Url2^4-JNi,cPiv L/U-L/II2 


"1 A A O 

1-448 


3,4-diGl-Pn 


JrlU-VCJtl2>)5-JN vcPiv -UU-L/H2 


1-449 


3,4-aiCl-Ph 


TjA /nu \ TvT/^X>..\ /1TJ 

MU-lUrl2/6 JNvcPiv-UU-V/±±2 


1-450 


3,4-diCl-Ph 


HU-vCH2/2-U-vUJb±2/2 JN vcPr;-OU-Ox±2 


1-451 


3,4-diCl-Ph 


TT /~"\ /nTT \ XT/TT A\ /*m /ITT 


1-452 


3,4-diCl-Ph 


Tta /nTT \ \t/TJA\ n/*\ ATT 


1-453 


3,4-diCl-Ph 


tta /nTT \ \t/ua^ _ n n. _ nTT 

. HO-vuH2M-N\HO.)-uU-OJb±2 


1 A C A 

1-454 


3,4-diCl-Ph 


tta /ntT \ \t/tta\ nn fin 


1 A C C 

1-455 


3,4 aiUl rn 


tja /nTT \ AT/TJA^ _ n n _ nrr 


l-4oo 


3,4 aiOl Pn 


xiU -UUVLeAJVie;-^C±l2;2 JNvMvJ/-UtJ OJcl2 


1"457 


3,4 CLiOl Pn 


TTn.n/T\/f_\ / 1\ /r rt 1 _ / n XT _^ ^ - XT XT \ - - XT ^ 
±1U UUVLeyUVLe^ M,UJLl2^3 JNi,±lUy UJ12 


l-45o 


O A _ J * ni .T)L 

3,4-aiUl-Pn 


xm • ^Ptr^ ^ - xt /iv /r « P^^ - P n - pxj „ 


i 4&y 


3,4-aiUI Pn 


Tjrn /nTT \ .XT/A/^«^\^-P^^-PXT« 

HU ^U±l2y3 JN UVLeU; UU UM2 


1 4o0 


o /i . ,-1 -.* ni _x>"u 


±1U ^U±l2^4 JNUVLeU/ U\J Oxl2 


1 4bl 


o,4 CULl rn 


XTPk - {C*XXJ\ ~ -XT^A/T^Pl ^ - PA - PTT« 
JtlU Vv-/X12y5 JNUVLew^ UU V_/Jl2 


1 - AC O 

1 4bz 


3,4 aiUl Pn 


xm . / nxj„\ « - XT/lV/ra P^ - P P* - PTT « 


1 - A CO 

1 4b3 


3,4 aiOI Pn 


XT P - P fTV/T « ^ /TV/T . ( P XT ^ ^ « - XT fTV/T ^ - P P - P XT « 


1 - AAA 


o,*t Clival jrn 


TTn-P^M^VM^VrPWojo-MfM^Oi-Pn-PTTo 


1-465 


3,4-diCl-Ph 


MeO-(CH2) 2 -N(Me)-CO-CH 2 


1-466 


3,4-diCl-Ph 


MeO-(CH 2 )3-N(Me)-CO-CH 2 


1-467 


3,4-diCl-Ph 


MeO-(CH 2 )4-N(Me)-CO-CH 2 


1-468 


3,4-diCl-Ph 


MeO-(CH 2 ) 5 -N(Me)-CO-CH 2 


1-469 


3,4-diCl-Ph 


MeO-(CH 2 ) 6 -N(Me)-CO-CH 2 
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1-470 


3,4-diCl-Ph 


MeO-(CH 2 )2-0-(CH2)2-N(Me)-CO-CH 2 


1-471 


3.4-diCl-Ph 


MeO-C(Me)(Me)-(CH2)3-N(Me)-CO-CH 2 


1-472 


3,4-diCl-Ph 


NC-CH2-NH-CO-CH2 


1-473 


3,4-diCl-Ph 


NC-(CH 2 )2-NH-CO-CH2 


1-474 


3,4-diCl-Ph 


NC-(CH 2 )3-NH-CO-CH2 


1-475 


3,4-diCl-Ph 


NC-(CH 2 )4-NH-CO-CH 2 


1-476 


3,4-diCl-Ph 


NC-(CH 2 ) 6 -NH-CO-CH2 


1-477 


3,4-diCl-Ph 


NC-(CH2) 6 -NH-CO-CH 2 


1-478 


3,4-diCl-Ph 


NC-(CH 2 )2-0-(CH 2 ) 2 -NH-CO-CH2 


1-479 


3,4-diCl-Ph 


NC-CH 2 -N(Me)-CO-CH 2 


1-480 


3,4-diCl-Ph 


NC-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-481 


3,4-diCl-Ph 


NC-(CH 2 ) 3 -N(Me)-CO-CH 2 


1-482 


3,4-diCl-Ph 


NC-(CH 2 )4-N(Me)-CO-CH 2 


1-483 


3,4-diCl-Ph 


NC-(CH2) 6 -N(Me)-CO-CH 2 


1-484 


3,4-diCl-Ph . 


NC-(CH 2 )e-N(Me)-CO-CH 2 


1-485 


3,4-diCl-Ph 


NC-(CH2)2-0-(GH 2 )2-N(Me)-CO-CH 2 


1-486 


3,4-diCl-Ph 


HO-CO-CH2-NH-CO-CH2 


1-487 


3,4-diCl-Ph 


HO-CO-(CH 2 )2-NH-CO-CH 2 


1-488 


3,4-diCl-Ph 


HO-CO-(CH 2 )3-NH-CO-CH 2 


1-489 


3,4-diCl-Ph 


HO-CO-(CH 2 )4-NH-CO-CH 2 


1-490 


3,4-diCl-Ph 


HO-CO-(CH 2 )5-NH-CO-CH 2 


1-491 


3,4-diCl-Ph 


HO-CO-(CH 2 )6-NH-CO-CH 2 


1-492 


3,4-diCl-Ph 


HO-CO-(CH 2 ) 2 -0-(CH 2 )2-NH-CO-CH2 


1-493 


3,4-diCl-Ph 


HO-CO-CH2-N(Me)-CO-CH 2 


1-494 


3,4-diCl-Ph 


HO-CO-(CH2) 2 -N(Me)-CO-CH 2 


1-495 


3,4-diCl-Ph 


HO-CO-(CH 2 ) 3 -N(Me)-CO-CH2 


1-496 


3,4-diCl-Ph 


HO-CO-(CH2)4-N(Me)-CO-CH 2 


1-497 


3,4-diCl-Ph 


HO-CO-(CH 2 ) 5 -N(Me)-GO-CH 2 


1-498 


3,4-diCl-Ph 


HO-CO-(CH 2 )6-N(Me)-CO-CH 2 


1-499 


3,4-diCl-Ph 


HO-CO-(CH 2 )2-0-(CH2) 2 -N(Me)-CO-CH 2 


1-500 


3,4-diCl-Ph 


MeO-CO-CH 2 -NH-CO-CH 2 


1-501 


3,4-diCl-Ph 


MeO-CO-(CH2) 2 -NH-CO-CH 2 


1-502 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 3 -NH-CO-CH 2 


1-503 


3,4-diCl-Ph 


MeO-CO-(CH 2 )4-NH-CO-CH 2 


1-504 


3,4-diCl-Ph „ 


.MeO-.CO-(CH 2 ) 5 -NH-CO-CH2 
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1-505 


3,4-diCl-Pn 


tvvt r\r\ /otj \ xttt c~\(~\- f^TT 


1-506 


3,4-diCl-Ph 


MeO*COHCH2)2*0-(CH2j2 NH-uO'Oil2 


1-507 


3,4-diCl-Ph 


MeO CO - CH2-N(Me.)- CO -CH2 


1-508 


3,4-diCl-Ph 


H if y«i /""\ //"ITT \ X T /TV /T \ /"l /~\ /TTT 

MeO-CO-(CH2)2"N(Me;-CO-CH2 


1-509 


3,4-diCl-Ph 


MeO-CO-(CH2)3*N(Me)-CO-CH2 


1-510 


3,4-diCl-Ph 


MeO-CO-(CH2)4-N(Me)-CO-CH2 


1-511 


3,4-diCl-Ph 


MeO-CO-(CH2)5-N(Me)-CO-CH2 


1-512 


3,4-diCl-Ph 


MeO-CO-(CH 2 )6-N(Me)-CO-CH2 


1-513 


3,4-diCl-Ph 


MeO-CO-(CH2)2-0-(CH2)2-N(Me)-CO-CH2 


1-514 


3,4-diCl-Ph 


H2N-CO-CH2-NH-CO-CH2 


1-515 


3,4-diCl-Ph 


H2N-CO-(CH2)2-NH-CO-CH2 


1-516 


3,4-diCl-Ph 


H2N-CO-(CH2)3-NH-CO-CH2 


1-517 


3,4-diCl-Ph 


H2N-CO-(CH2)4-NH-C0-CH 2 


1-518 


3,4-diCl-Ph 


H2N-CO-(CH2)5"NH-CO-CH2 


1-519 


3,4-diCl-Ph 


H2N-CO-(CH2)6-NH-CO-CH2 


1-520 


3,4-diCl-Ph 


H2N-CO-(CH 2 )2-0-(CH2)2-NH-CO-CH2 


1-521 


3,4-diCl-Ph 


H2N-CO-CH2-N(Me)-CO-CH2 


1-522 


3,4-diCl-Ph 


H2N-CO-(CH2)2-N(Me)-CO-CH 2 


1-523 


3,4-diCl-Ph 


H 2 N-CO-(CH2)3-N(Me)-CO-CH2 


1-524 


3,4-diCl-Ph - 


H2N-CO-(CH2)4-N(Me)-CO-CH2 


1-525 


3,4-diCl-Ph 


H2N-CO-(CH2)5-N(Me)-CO-CH2 


1-526 


3,4-diCl-Ph 


H2N-CO-(CH2)6-N(Me)-CO-CH2 


1-527 


3,4-diCl-Ph 


H 2 N-CO-(CH2)2-0-(CH2)2-N(Me)-CO-CH2 


1-528 


3,4-diCl-Ph 


HO-N(Me)-CO-CH2-N(Me)-CO-CH2 


1-529 


3,4-diCl-Ph 


HO-N(Me)-CO-(CH2)2-N(Me)-CO-CH2 


1-530 


3,4-diCl-Ph 


HO-N(Me)-CO-(CH2)3-N(Me)-CO-CH2 


1-531 


3,4-diCl-Ph 


HO-N(Me)-CO-(CH2)4-N(Me)-CO-CH.2 


1-532 


3,4-diCl-Ph 


tt y*v xt/h jt \ /~< /"x //ttt \ -v t /tv /r \ /^i /"ITT 

HO-N(Me)-CO-(CH2)5-N(Me)-CO-CH2 


1-533 


3,4-diCl-Ph 


TTr^v "k t/h /r \ y>» //*^TT \ \T/n /T \ /^/\ /"ITT 

HO-N(Me)-CO-(CH2)6"N(Me)-CO-CH2 


1-534 


3,4-diCl-Fh 


jIU JN UVley OL/ \UJrL2^2 U ^Ujtl2/2 IN UVie/ ovJ 0x12 


1-535 


3,4-diCl-Ph 


MeO-N(Me)-CO-CH 2 -N(Me)-CO-CH 2 


1-536 


3,4-diCl-Ph 


MeO-N(Me)-CO-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-537 


3,4-diCl-Ph 


MeO-N(Me)-CO-(CH 2 ) 3 -N(Me)-CO-CH 2 


1-538 


3,4-diCl-Ph 


MeO-N(Me)-CO-(CH 2 )4-N(Me)-CO-CH 2 


1-539 


3,4-diCl-Ph 


MeO-N(Me)-CO-(CH 2 )o-N(Me)-CO-CH 2 
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1-540 


0,4-0101 'IT Li 


'^/^c»^-7^JCMp')-^;o-^^H•>)fi-N(Me)-CO-CH•' 


1-541 


o,4 diUl Jrn 


MoO-MrM^VnO-(nHo)9-0-(CH'?)'»-N(Me)-CO-CH2 


1-542 


o A J * /■"""ii _ T3"U 

3,4-cLiOl-Jrn 


A ^- pxj n - Tsl ( Mo ^ - P O - PTT ■> 
AC 0x12 in \ivie/ V-/V>/ vii^ 


1-543 


3,4-diCl-Pn 


AC VOX1272 IN VlVle/ \^\J OX12 


1-544 


3,4-diCl-Ph 


a ^-foTj^^.xTfA/roVpn-PTTa 

AC \U±l2/3 IN vlvle/ L»U OX12 


1-545 


3,4-diCrPn 


AC VUxl2^4 JNUViey L/W OX1.2 


1-546 


J 1 • /"II "01 

3,4-diCl-Ph 


a « - ( r*TT ^ .. - XT riv/r ^ - r 1 p - PTTo 


1-547 


3,4-diCl-Ph 


AC VUxl2^6 JNVlVie/ UU OiT.2, 


1-548 


3,4-diCl-Ph 


AC V,OJl12/>2 U k wli2/2 lNVlViey UU OXX2 


1-549 


3,4-diCl-Ph 


±1U vO±l2/2 \J JNvlViey vJn.2 


1-550 


3,4-diCl-Ph 


un f r« tj^ ~ - f^-XlYTV/TeiVPfV PPT 0 


1-551 


3,4-diCl-Ph 


H(J-vO±±2 / )4 -U-JNUVLe; UU 0x12 


1-552 


3,4-diCrPn 


TjA - ( r*xx J\ - - r\ - tvt ^ A/r ^ - P Pk - P TT 0 


1-553 


3,4-diCl-Ph 


rrn /nTT \ .r^.TvT^lV/rQ^-r^P-PTTo 
HO-VCiT.2y6 U -JNUVle^ OlT.2 


1-554 


3,4-diCl-Ph 


tt /~\ /'pu \ .r\-rr t TT^«-.0-XT^TV/Tc»VPO-P"H"o 

±10-^x12/2 U M,Cxi2^2 \J IN Mviey 0^ 0x12 


1-555 


3,4-diCl-Ph 


vMe^JN VUxl2^2 JNUVie; uu C'Jci2 


1-556 


3,4-diCl-Pn 


(,Me^2iSi vO±l2^3 iNUVle>/ uvj 0x12 


1-557 


3,4-diCl-Ph 


vMe^2N vOM2^4 JNUVley uu 0x12 


1-558 


3,4-diCl-Ph 


CMe/2JN-VOJd2;5vNUVle; uu 0x12 


1-559 


3,4-diCl-Ph 


vMe^JN-vGiT^G JNUvie; uu 0x12 


1-560 


3,4-diCl-Ph 


ViVLe>>2JN V.UI12/2 U VL'XX2/2 iNviVAe/ OX12 


1-561 


3,4-diCl-Ph 


a «xTXJ-/'pTJ«^«•'^T^"^/^^a^-PP-PTTo 
AciNxl \L/Jtl2^2 iNUVie; LvW V^Xl2 


1-562 


3,4-diCl-Ph 


a ^.•KTXT-i / r i 'pr^«-"NT^A/ro^-pn-PTTo 
AcJNxi vOxl2/3 iNUVie^ uu v^xi2 
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3,4-diCl-Ph 


EtO*CO 


2*122 


3,4-aiGPPh 


MeU*vUxl2j2 U OU 


2*123 


3,4-diCl-Ph 




2*124 


3,4-diCl-Ph 


Propargyl*0-CO 


2*125 


3,4-diCl-Ph 


EtO-CO-CH2*NH*CO 


2*126 


3,4-diCl-Ph 


TT» J. /~\ i^l/"V / /~1TT \ >vTTT 

EtO*CO-(,CH2;2-NH*CO 


2*127 


3,4-diCl-Ph 


TTt 1. /~\ /^»/^k /"nTT \ \TTT i^1/^V 

EtO-CO*( k CH2>3*NH-CO 


2*128 


3,4*diCl-Pn 


tt» j_ xttt r~\ r\ 

Et*NH*CO 


<*» i fin 

2*129 


O * i • /-"O Til- 

3,4-diCl-Ph 




2*130 


3,4-diGl-Ph 


TT«4./~\ /riTT \ XTTT /"ITT /^/•^k " 


2*131 


3,4-diCl-Ph 


TV/T^ XTTT nTT 


2*132 


3,4-diCl-Ph 




2*13o 


3,4*diGl Pn 


"D..-XTTT- PIT _ PP 

rr JNJtl Uiri2 UU 


O 1 O A 

2*134 


3,4*diGl Pn 


;t>„.xttjt. pij - r*/-\ 
lJrl JNJtl UJb±2 UU 


O IOC 


o,4*di01 Pn 


^JVle^JN U±l2 tu - . - ■ ■ 


2*lob 


0,4-diUl Pn 


/T?■^-^-XT- PTJ— PP 
VJCit J 2JN OJt±2 OvJ 


0.107 


o,4"dibl Jrn 


Vlr 172JN 1/112 UU 


Z loo 


q /l-rlir 1 ] -~P>i 
u, 4 u.lv_/i jrn 


^PvioTsJ-PTTn-PO 
Vixr 1 / 21N UI12 


2-139 


3,4-diCl-Ph 


(MeO-CH 2 ) 2 N-CH2-CO 


2-140 


3,4-diCl-Ph 


(MeO-CH2-CH 2 ) 2 N-CH2-CO 


2-141 


3,4-diCl-Ph 


Aze-CHo-CO 


2-142 


3,4-diCl-Ph 


Pyrr-CH 2 -CO 


2-143 


3,4*diCl-Ph 


Pip-CH 2 -CO 
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2-144 


3,4-diCl-Ph 


4-(H 2 NCO)-Pip-CH2-CO 


2-145 


3,4-diCl-Ph 


4-(HO-CH 2 )-Pip-CH 2 -CO 


2-146 


3,4-diCl-Ph 


4-(HO-CH 2 -CH 2 )-Pip-CH2-CO 


2-147 


3,4-diCl-Ph 


HO-CO-CH 2 


2-148 


3,4-diCl-Ph 


MeO-CO-CH 2 


2-149 


3,4-diCl-Ph 


EtO-CO-CH 2 


2-150 


3,4-diCl-Ph 


H 2 N-CO-CH 2 


2-151 


3,4-diCl-Ph 


(Me) 2 N-CO-CH 2 


2-152 


3,4-diCl-Ph i 


(Et) 2 N-CO-CH 2 


2-153 


3,4-diCl-Ph 


(HO-CH 2 -CH 2 ) 2 N-CO-CH 2 


2-154 


3,4-diCl-Ph 


HO-CH 2 -CH 2 -NH-CO-CH 2 


2-155 


3,4-diCl-Ph 


HO-CH 2 -CH 2 -N(Me)-CO-CH 2 


2-156 


3,4-diCl-Ph 


Mor-CO-CH 2 


2-157 


3,4-diCl-Ph 


Pip-CO-CH 2 


2-158 


3,4-diCl-Ph 


Pipr-CO-CH 2 


2-159 


3,4-diCl-Ph 


HO-(CH 2 ) 2 


2-160 


3,4-diCl-Ph 


H 2 N-(CH 2 ) 2 


2-161 


3,4-diCl-Ph 


(Me) 2 N-(CH 2 ) 2 


2-162 


3,4-diCl-Ph 


(Et) 2 N-(CH 2 ) 2 


2-163 


3,4-diCl-Ph 


(HO-CH 2 -CH 2 ) 2 N-(CH 2 ) 2 


2-164 


3,4-diCl-Ph 


HO-CH 2 -CH 2 -NH-(CH 2 ) 2 


2-165 


3,4-diCl-Ph 


HO-CH 2 -CiB 2 -N(Me)-(CH 2 ) 2 


2-166 


3,4-diCl-Ph 


Mor-(CH 2 ) 2 


2-167 - 


3,4-diCl-Ph 


Pip-(CH 2 ) 2 


2-168 


3,4-diCl-Ph 


Pipr-(CH 2 ) 2 


2-169 


3,4-diCl-Ph 


H 2 N-CO-NH-CO 


2-170 


3,4-diCl-Ph 


(Me) 2 N-CO-NH-CO 


2-171 


3,4-diCl-Ph 


(Et) 2 N-CO-NH-CO 


2-172 


3,4-diCl-Ph 


(HO-CH 2 -CH 2 ) 2 N-CO-NH-CO 


2-i73 


3,4-diCl-Ph 


HO-CH 2 -CH 2 -NH-CO-NH-CO 


2-174 


3,4-diCl-Ph 


HO-CH 2 -CH 2 -N(Me)-CO-NH-CO 


2-175 


3,4-diCl-Ph 


Mor-CO-NH-CO 


2-176 


3,4-diCl-Ph 


Pip-CO-NH-CO 


2-177 


3,4-diCl-Ph 


Pipr-CONH-CO 


2-178 


3,4-diCl-Ph 


H 2 N-SQ 2 -NH-CO 
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2-179 


3,4-diCl-rh 




2-180 


3,4-diCl-Pn 


/ "T7\ i\ "XT O /"\ "\TT_T A A. 


2-1S1 


3,4-diCl-Ph 


/ttA riTT nTT \ XT <~1 /"ft XTTT /"~1 /"ft 

CHO-CH.2-CH2)2N-S02-NH-CO 


2-182 


r\ 4 i • /"ft i Tftl 

3,4-diCl-Ph 


TTA ATT ATT XTTT (*% /X XTTT /""I /"ft 
HO-CH2-CH2-NH-SO2-NH-CO 


2-1S3 


3,4-diCl-Ph 


T" T ^-~v /""tTT /***TT Tl t/> jP \ /ft /■*% "V T T 1 /ft ^ft 

HO-CH2-CH2-N(Me)-S02-NH-CO 


2-184 


3,4-diCl-Ph 


Mor-S02-NH-CO 


2-185 


3,4-diCl-Ph 


Pip-S02-NH-CO 


2-1S6 


3,4-diCl-Ph 


Pipr-S02-NH-C0 


2-187 


3,4-diCl-Ph 


Mor-CH2-CO-NH-CO 


2-188 


3,4-diCl-Ph 


P1P-CH2-CO-NH-CO 


2-189 


3,4-diCl-Ph 


Pipr-CH2-CO-NH-CO 


2-190 


3,4-diCl-Ph 


H2N-CO 


2-191 


3,4-diCl-Ph 


M e O - ( CH2) 2 - O - CH2 


2-192 


3,4-diCl-Ph 


MeO-CH2 


2-193 


3,4-diF-Ph 


MeO-NH-CO-CH 2 


2-194 


3,4-diF-Ph 


EtO-NH-CO-CH 2 


2-195 


3,4-diF-Ph 


PrO-NH-CO-CH2 


2-196 


3,4-diF-Ph 


BuO-NH-CO-CH 2 


2-197 


3,4-diF-Ph 


PnO-NH-CO-CH2 


2-198 


3,4-diF-Ph 


HXO-NH-CO-CH2 


2-199 


3,4-diF-Ph 


HO-(CH2)3-NH-CO-CH2 


2-200 


3,4-diF-Ph 


HO-(CH2)4-NH-CO-CH2 


2-201 


3,4-diF-Ph 


T T //<ITT \ XTTT /"t/\ ^~*tt 

HO-(CH2)5-NH-CO-CH2 


2-202 


3,4-diF-Ph 


HO-(CH2)2-0-(CH2)2-NH-CO-CH2 


2-203 


3,4-diF-Ph 


X /T /^(TT / /^v TT\ //"tTT \ XTTT /— < r—v /^tt 

Me-CH(OH)-(CH2)3-NH-CO-CH2 


2-204 


3,4-diF-Ph 


HO-(CH2)6-NH-CO-CH2 


2-205 


3,4-diF-Ph 


TTA /"ft /T \ /ft yr \ / /-ft TT \ XTTT /»ft /-ft /— it T 

HO-C(Me) (Me)-(CH2)3-NH-CO-CH2 


2-206 


3,4-diF-Ph 


TTA //"'ITT \ XT/Ti iT \ /~t /X ATT 

HO-(CH2)3-N(Me)-CO-CH2 


2-207 


r\ A 1 * TTI T\1 

3,4-diF-Ph 


TTA /ATT \ X T/T\ /T \ /"ft /"ft ATT 

HO-(CH2)4-N(Me)-CO-CH2 


Z ZUo 


o,4 air Jrn 


xlvy 1,0x12^5 JNUVLeJ U(J L/±±2 


2-209 


3,4-diF-Ph 


Me-CH(OH)-(CH 2 ) 3 -N(Me)-CO-CH2 


2-210 


3,4-diF-Ph 


HO-(CH 2 )6-N(Me)-CO-GH2 


2-211 


3,4-diF-Ph 


HO-(CHo)2-0-(CH 2 )2-N(Me)-CO-CH2 


2-212 


3,4-diF-Ph 


HO-G(Me)(Me)-(CH2) 3 -N(Me)-CO-CH 2 


2-213 


3,4-diF-Ph 


HO-(CH 2 )2-N(Et)-CO-CH2 
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2-214 


3,4-diF-Ph 


HO-(GH2)3-N(Et)-CO-CH2 


2-215 


3,4-diF-Ph 


HO-(CH2)4-N(Et)-CO-CH2 


2-216 


3,4-diF-Ph 


HO-(CH2)5-N(Et)-CO-CH2 


2-217 


3,4-diF-Ph 


HO-(CH 2 )6-N(Et)-CO-CH2 


2-218 


3,4-diF-Ph 


HO-(CH2)2-0-(CH2)2-N(Et)-CO-CH 2 


2-219 


3,4-diF-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -N(Et)-CO-CH2 


2-220 


3,4-diF-Ph 


HO-(CH 2 )2-N(Pr)-CO-CH 2 


2-221 


3,4-diF-Ph 


HO-(CH2)s-N(Pr)-CO-CH2 


2-222 


3,4-diF-Ph 


HO-(CH 2 )4-N(Pr)-CO-CH2 


2-223 


3,4-diF-Ph 


HO-(CH2) 5 -N(Pr)-CO-CH 2 


2-224 


3,4-diF-Ph 


HO-(CH 2 ) 6 -N(Pr)-CO-CH2 


2-225 


3,4-diF-Ph 


HO-(CH2)2-0-(CH 2 ) 2 -N(Pr)-CO-CH2 


2-226 


3,4-diF-Ph 


HO-C(Me)(Me)-(CH 2 )3-N(Pr)-CO-CH 2 


2-227 


3,4-diF-Ph 


HO-(CH2)2-N(Bu)-CO-CH 2 


2-228 


3,4-diF-Ph 


HO-(CH 2 )3-N(Bu)-CO-CH 2 


2-229 


3,4-diF-Ph 


HO-(CH 2 )4-N(Bu)-CO-CH2 


2-230 


3,4-diF-Ph 


HO-(CH2) 5 -N(Bu)-CO-CH2 


2-231 


3,4-diF-Ph 


HO-(CH2) 6 -N(Bu)-CO-CH2 


2-232 


3,4-diF-Ph 


HO-(CH 2 )2-0-(CH 2 )2-N(Bu)-CO-CH2 


2-233 


3,4-diF-Ph 


H O - C(Me) (Me) - (CH 2 ) 3 -N(Bu) - CO - CH 2 


2-234 


3,4-diF-Ph 


HO-(CH 2 )2-N(cPr)-CO-CH2 


2-235 


3,4-diF-Ph 


HO-(CH 2 )3 : N(cPr)-CO-CH2 


2-236 


3,4-diF-Ph 


HO-(CH 2 )4-N(cPr)-CO-CH2 


2-237 


3,4-diF-Ph 


HO-(CH 2 )5-N(cPr)-CO-CH 2 


2-238 


3,4-diF-Ph 


HO-(CH 2 )6-N(cPr)-CO-CH 2 


2-239 


3,4-diF-Ph 


HO-(CH 2 )2-0-(CH 2 )2-N(cPr)-CO-CH2 


2-240 


3,4-diF-Ph- 


HO-(CH 2 )2-N(HO)-CO-CH2 


2-241 


3,4-diF-Ph • 


HO-(CH 2 ) 3 -N(HO)-CO-CH2 


2-242 


3,4-diF-Ph 


HO-(CH 2 )4-N(HO)-CO-CH 2 


2-243 


3,4-diF-Ph 


TT A //^ITT \ •*T/TT/*V\ /ITT 

HO-(CH2.)5-N(.HO.) -l/O-Lm 


2-244 


3,4-diF-Ph 


HO-(CH 2 )6-N(HO)-CO-CH 2 


2-245 


3,4-diF-Ph 


H O - C(Me) (Me) - (CH 2 ) 2 -N(HO) - CO- CH 2 


2-246 


3,4-diF-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -N(HO)-CO-CH 2 


2-247 


3,4-diF-Ph 


HO-(CH 2 ) 2 -N(MeO)-CO-CH2 


2-248 


3,4-diF-Ph 


HO-(CH 2 ) 3 -N(MeO)-CO-CH2 
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o,4 air Jr Ii 


rivJ ^0x12^4 JNUVleU^ UvJ 0x12 




o,4 air -Jrn 


UA./'PU \ .xt/tv/t^ A\ .. a a - r^xr^ 


z 251 




tta _ /rtTj \ \t/t\t„ /~\\ riA.ntr 

JblU-kUM2^6'JNvMeU;-UU-OJri2 


O OCT O 

2-252 


3,4-ail | -Ph 


tta A/7\/r^\/7\/r^\ /nu \ xt/tv/I",-* aA aa ntr 


2-253 


3,4-diF-Ph 


HO-C(Me)(Me)-(CH2)3-NCMeO)-CO-CH2 


2-254 


3,4-diF-Ph 


MeO-(CH2)2-N(Me)-CO-CH2 


2-255 


r» a 1 ' TO TTV1 

3,4-diF-Ph 


MeO-(CH2)3"N(Me)-CO-CH2 


2-256 


3,4-diF-Ph 


MeO-(CH2)4-N(Me)-CO-CH2 


2-257 


3,4-diF-Ph 


MeO-(CH2)5-N(Me)-CO-CH2 


2-258 


r\ j 1 * Tn txi 

3,4-diF-Ph 


T\ /f /-v /y**1TT \ > t/h yr \ /**t /""X /"ITT 

MeO-(CH2)6-N(Me)-CO-CH2 


2-259 


3,4-diF-Ph 


MeO-(CH2)2*0-(CH2)2-N(Me)-CO-CH2 


2-260 


3,4-diF-Ph 


Tv /T /~\ /~i /n /r \ /tv yr \ / /-i tt \ xt/ti jt \ /"*» x-\ nTT 

MeO-C(Me)(Me)-(CH2)3-N(Me)-CO-CH2 


2-261 


3,4-diF-Ph 


NC-CH2-NH-CO-CH2 


2-262 


3,4-diF-Ph 


NC-(CH2)2-NH-CO-CH2 


2*263 


3,4-diF-Ph 


X. T / — 1 / nTT \ *V TTT f~\ /"ITT 

NC-(CH2)3-NH-CO-CH2 


2-264 


3,4-diF-Ph 


*V T ^« f f^TT \ \ TIT r^«TT 

NC-(CH2)4-NH-CO-CH2 


2-265 


3,4-diF-Ph 


NC-(CH2)5-NH-CO-CH2 


2-266 


3,4-diF-Ph 


NC-(CH2)6-NH-CO-CH2 


2-267 


3,4-diF-Ph 


•V T /~i / /— <• T T \ /y**«TT \ "X. TTT y*^ /"ITT 

NC-(CH2)2-0-(CH2)2-NH-CO-CH2 


2-268 


3,4-diF-Ph 


NC-CH2-N(Me)-CO-CH2 


2-269 


3,4-diF-Ph 


NC-(CH2)2-N(Me)-CO-CH2 


2-270 


n a 1 • T*i txi 

3,4-diF-Ph 


NC-(CH2)3-N(Me)-CO-CH2 


2-271 


3,4-diF-Ph 


NC-(CH2)4-N(Me)-CO-CH2 


2-272 


3,4-diF-Ph 


NC-(CH2)5-N(Me)-CO-CH2 


2-273 


3,4-diF-Ph 


NC-(CH2;6-N(Me)-CO-CH2 


2*274 


3,4-diF-Ph 


XTD //*1TT \ /"V //""ITT \ XT/TVvT \ /"""< HTT 


2-275 


r\ A 1 * TT» T"»1 

3,4-diF-Ph 


TTA /~~\ f~\ ATT XTTT AA ATT 
HO-CO-CH2-NH-CO-CH2 


2-276 


3,4-diF-Ph 


T_TA A /~\ /ATT \ XTTT AA ATT 

HO-CO-(CH2)2*NH"CO-CH2 


2-277 


3,4-diF-Ph 


TTA, AA /ATT \ XTTT AA ATT 


0-0*70 


<3,4-air Jr n 


nU UU vL/Mjm INn UU OJI2 


2-279 


3,4-diF-Ph 


HO-CO-(CH 2 )e-NH-CO-CH 2 


2-280 


3,4-diF-Ph 


HO-CO-(CH 2 ) 6 -NH-CO-CH 2 


2-281 


3,4-diF-Ph 


HO-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -NH-CO-CH 2 


2-282 


3,4-diF-Ph 


HO-CO-CH 2 -N(Me)-CO-CH 2 


2-283 


3,4-diF-Ph 


HO-CO-(CH 2 ) 2 -N(Me)-CO-CH 2 
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o,4 air rii 


xiu v v-^n2y 3 in viva e./ 0x12 




a, 4 air Jrn 


tt pi - pn - f . -"mYiv/To V r 1 0 - ppt 0 

XI U L/U Vv_»JnL2/4 iNvivie/ 0X12 




o,4 air rii 


XT Pi- r*C\-( /""^XT^ YsJf T\/T/^ - PPl- PTT*> 
JtlU UU V v-^xi2/5 IN VWie/ ^ w OJC12 


0-00*7 


o,4 air r n 


nU UU ^OJ*l2^6 iNvlvie/ uu 0x12 


O o O O 

2*288 


0,4-air Jrn 


Tj r^.rtn.f *r~*Tj \ .^./^xt ^v.xT/x/r-V^pfc-pTTo, 
nu UU lOn2j2 U lOn2/2 IN UVle/ UU 0x12 


2-289 


O ,1 _ J] ' TP _ T> 1_ 

o,4*air Pn 


MeU UU Ox±2 JNxi L/X12 


2*290 


O A -I * TP T>"L 

3, 4* air - Jrn 


MeU UU vOxi2>>2 JNM*UU Ux±2 


2*291 


3,4-aiF-Pn 




2*292 


O >< J * TP T>1~ 

3,4*diF-Pn 


MeO'LU vUxi2.M JNxi UU Ux±2 


2*293 


0 /< j * TP "nv 

3,4*aiJb*Jrn 


MeU UU ^Oiri2^5 iNxi Ux±2 


2*294 


3,4-dlF-Fh 


MeU"UU- <,UH2y)6 JNri UU*Uxi2 


2*295 


O A J * TP 7~>T_ 
3,4-aiF-Pn 


TV;r /-\ /-^/-\ //ITT \ - /"^ - ^ U \ A -XTXJ - PH - PTT~ 

MeU-UU" vUJbi2;2 U-i,Ux±2^2 Nxi-UU-Uxl2 


2*296 


Ci A J ' TP TPj"L 
3,4-dlF-Fh 


MeU-UU* Oxi2 N vMe;-UU-UJL*i2 


2*297 


3,4-aiF-Pn 


MeU*UU~ VUH2^2 iNUvae; UU*UJri2 


2*298 


O A _1 ' TP TP> "V 
3,4-dlF-Fh 


MeU'UU " vUH2^3"N UVLe/ UU Uxl2 


2*299 


3,4-dir *rn 




2*300 


n t 1 * TT' TIL 
3,4-dlF-Ph 


tv/T^z-v /*P/-\ //PTT \ XT/TV yf — \ /P/*^ /PTT 

MeU*CU- vUH2;5"NvMe;-UU-UJti2 


2-301 


r\ a i • TP T»l 
3,4-dlF-Ph 


tv /f /-\ /p/P //PTT \ XT/'TV>T^\ /P/P /PTT 

MeO-CO-CCH2;6-N(,Me;*UU*Uxl2 


2*302 


ri v j ♦ TP T>"L 
3,4-dlF-Ph 


TV /T _ iP /p/p //PTT \ /P //PTT N "NT/lV/r^-A - /*T^. /^TU 

MeO-CO*-(,CH2^2*U*i,UM2;2-JNvMe/-UU*UJbi2 


2*303 


3,4-dlF-Ph 


TT XT /P A /PTT XTTT /P /PTT 
H2N-CO- CH2-NH-CO-CH2 


2*304 


O <l J * T"P T"> "l_ 
3,4-dlF-Ph 


TT \T /"p /p //PTT \ XTXT iP /P _ /PTT 

X12IN *UU- vUxi2;2"JNxl UU Ux±2 


2*305 


O A J * TP TJT. 
3,4-dlF-Ph 


TT XT /PA. //PTJ "\ _ XTTT -O/^-/^ TJT « 

rl2JN UU VUxi2^3 iN Jri UU UJc±2 


2*306 


O A J * TP T~> 1_ 

3,4-diF-Ph 


TT XT /P <P _ / /PTT N _ XTTT - Z*'' /^ _ /^T_T_ 

X12JN-UU vUxi2M JNxi-UU UJH.2 


2*307 


O ^ J • TP T~> 1_ 

3,4-dir *rh 


TT XT-/^/^_ //^TT ^ -TVTXT- P/*\- PTT^ 

Jbi2iN UU vUxi2>/6 JNxi UU Ux±2 


Ci OAO 

2-308 


O jI J • TP _ T> "L 

3,4-dir *rn 


U^M-PP. //PTT^\ KTTT- PP^ - PTJ„ 

xi2JN UU vUxi2/6 JNxi UU UJt±2 


2*309 


O vl J * TP T~) T_ 

3,4-dir -Pn 


XT "KT.O/^-. //^XT ^ -/^-^PXJr«\«.XTXT- /^P\-PTT*> 

xi2JN UU \Uxi2>>2 U VUXX2/2 JNxi UU Uxi2 


O O 1 A 

2*310 


0 ^ 1 * TP ■nr. 

3,4-dir Tn 


ti*\T.pn- /*^xj^-xT/'-\/r/%^ - pr\-PTT« 
xi2JN UU Oxi2 JNUVie/ UU Uxi2 


O Oil 

2*311 


O A J J TP_ T">"L 

3,4-dir -Pn 


M2JN UU \Uxi2/2 JNUVie^ UU Uxi2 


2*312 


O A J 1 TP T>1_ 

3,4-dir -Pn 


XT XT-r*/^- //^XT«^^-T\T/l\/^i- k ^ -PP-PXTv> 

xi2JN UU vUxi2^3 JNUVley UU Uxi2 


Z OlO 


o,ft air jrn 


TTo"NT-Pn- CPWoL-NfMp^-nO-nHQ 

XX2-1.N V^v/ \ V./XJL2/ 4 IN VIVJLC/ wV-/ V^/XJL J 


2-314 


3,4-diF-Ph 


H2N-CO- (CH 2 )5-N(Me)-CO-CH2 


2-315 


3,4-diF-Ph 


H 2 N-CO-(CH 2 )6-N(Me)-CO-CH2 


2-316 


3,4-diF-Ph 


H2N-CO-(CH2)2-0-(CH 2 ) 2 -N(Me)-CO-CH2 


2-317 


3,4-diF-Ph 


HO-N(Me)-CO-CH 2 -N(Me)-CO-CH 2 


2-318 


3,4-diF-Ph 


HO-N(Me)-CO-(CH 2 ) 2 -N(Me)-CO-CH 2 
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0,4 cur -t 11 


HO-NfMpVCO-fOH^-NCMe^CO-CH* 




o,4 air Jrn 


Hn-N(Mp)-nO-(nHo)rN(Me)-CO-CH«> 

XlW IN \lVJ.t"I/ O V/ \OXA.£/4 IN \1VXC/ w 


O-OO 1 


o,4 air jrn 


TTn-N(Mp)-00-fnHo)^N(Me)-CO'CH«> 

XI O/ IN VlVXc/ O W \OXZi/5 lN\i»ic/ v-«xAw 




o,4 air ill 


TTn-NfMpVPO-fnHoV-NfMei-CO-CH^ 

XI V-/ lNV.lVJ.tJ/ OO \WX12/0 IN \1VXC/ 


o n o o 

2"32o 


o,4 air x n 


XI O/ IN VIVA 6/ vU VOX12/2 O \wJL12/ 2 1N\1VAC/ viii 


o on 

2"324 


o,4 CLlx Jr n 


1V1 6 O 1n\1V16/ l_/V_/ OX1.2 In Vivit?/ V-»V-/ v-/xxj 


2-325 


o,4 air rn 


iV1€jw INVlVl©/ V V-/X12/ 2 iNVlYltJ/ w W uiiJ 


2-326 


o,4 aiJ? Jrn 


iVieLy IN \1\IGJ v/V-/ vOXj.2/3 lNVlvitsy V-/X12 


2*327 


d,4 air -I' n 


IViCL/ In ^iViey O w Vv-/X12/ 4 lN\lvie/ 0x1- 


2*328 


d,4-air xn 




2-329 


O A - AX XP - "D V. 

o,4 air xn 


lvleW iNVivie/ \V-/X12/6 iNVlvxe/ v^vv ^11^ 


2-330 


o,4 air Jrn 


A/r^n-M^T\Ao i-PO-^PTTnio-0-^PWo^o-MfMp)-nO-PHo 


2-331 


O >4 _ ^.1 " XT' _ T"> "U, 

3,4-clir jrn 


AO V-/XI2 iNvivie/ ow 0x12 


2-332 


3,4-air -Jrn 


a i-»-fpTU«^«-"MY"i\/r^-PPk-P"H"o 

AC M.L'Jtl2/2 IN VlVie./ OX12 


2-333 


3,4-air -Jrn 


A rt-Z'PTT^^-XT^A/ro^-Pn-PTTo 
AC vUJtl2>/3 In Vivien OVJ OX12 


2-334 


3,4-air -Jrn 


AC \U±l2/4 iNViVie/ UU V-/X12 


2-335 


3,4-ail 1 "rh 


AC VUJtl2^5 lNUVle^ L/VJ OX1.2 


2-336 


3,4-dir -Pn 


AC voJrl2y6 JNUVle/ 0x12 


2-337 


3,4-aiF-Pn 


a ^.-/'r'xj^^-Pk-^Ptr^n-Krriv/ro^-PP-P'Ro 

AC VOJri2/2 AOXl2/'2 In Uvle^ OO OXX2 


2-338 


3,4 air -Jrn 


XT P^ - ( PTT ^ « - Cl A/To^ - P O - PTT 0 

riKJ VoJrL2^2 o* iNvivie/ o w 0x12 


2-339 


3,4-air -Jrn 


TTl r ^-^PTT«^«-Pl•XT^A/^ci^-PP^-PTTo 
Jtl^J VOJtl2>'3 0 IN Vivien 00 OX12 


2-340 


0,4-axr Jrn 


nU \Oxi2/4 yJ iNVivie/ 00 0x12 


2-341 


3,4-aiJc Jrn 


Xlv-/ VOX12/5 W lN\ivie/ 00* 0x12 


2*342 


o,4 air xn 


xr pfc - ^ p xt„^ - n - isi^tvt a V p n - PTTo 

ii\J V,OXjL2/6 \J INViVie/ OO OXX2 


2-343 


o,4-air Jrn 


XI O/ VOX12/2 O \OXjL2/2 O IN VlVJLti/ vv 


2 344 


0,4-air Jrn 


f A/T 0 1 0 >J - f P TT 0 1 0 - TSJ fM - P O - P TT 9 

\1V_L©/2IN \V-/XJ.2/2 IN VIVA C/ vv uili 


2*345 


o,4 air Jrn 


^ A/T 0 ^ 0 M - ( P W 0 ^ 0 - "NT ( Mp V P O - P TTo 

\,lVj.e^2lN \ OX127 3 IN \IYlt5/ OO OXX2 


2'34b 


o,4 Qlr Jr n 


^A/ToiolxT-rPT-To'i i-MCMpVPO-PTTo 
V1VJL6/21N \OX12/4 In \lVAc/ OO OXX2 


O - O A H 

2 641 


O A ~ AA XT- "DV» 

o,4 dir Jrn 


CA/To ioTnT- TPTTo ) K -NfMp 1 - PO - PH9 

\1VJL©/2XN \OXX2/ 5 IN V1YJLC/ U11Z 


9-348 


3 4-diF-Ph 


(Me) 2 N-(CH2)G-N(Me)-CO-CH2 


2-349 


3,4-diF-Ph 


(Me)2N-(CH2) 2 -0-(CH 2 )2rNa/re)-CO-CH2 


2-350 


3,4-diF-Ph 


AcNH-(CH 2 ) 2 -N(Me)-CO-CH2 


2-351 


3,4-diF-Ph 


AcNH-(CH 2 )3-N(Me)-CO-CH2 


2-352 


3,4-diF-Ph 


AcNH-(CH 2 )4-N(Me)-CO-CH 2 


2-353 


3,4-diF : Ph 


AcNH-(CH 2 ) 5 -N(Me)-CO-CH 2 
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2-354 


i*% a 1 • TZ* T~>T 

3,4-diF-Pn 


A -XT TT / HTT \ "KT/li/T \ nTT 


2-355 


3,4-diF-Ph 


AcNH - (CH2) 2- O - (CH2) 2-NCMe.) - CO - CH2 


2-356 


3,4-diF-Ph 


Me-S02NH-(CH2)2-N(Me)-CO-CH2 


2-357 


3,4-diF-Ph 


Me-S02NH-(CH2)3-N(Me)-CO-CI±2 


2-358 


3,4-diF-Ph 


Me-S02NH-(CH2)4"N(Me)-CO-CH2 


2-359 


3,4-diF-Ph 


Me-S02NH-(CH2)5-N(Me)-CO-CH2 


2-360 


3,4-diF-Ph 


Me-S02NH-(CH2)6-N(Me)-CO-CH2 


2-361 


3,4-diF-Ph 


Me-S02NH-(CH2)2-0-(CH2)2-N(Me)-CO-CH2 


2-362 


3,4-diF-Ph 


2-(HO-(CH 2 )2) -Pyrr-CO-CH2 


2-363 


3,4-diF-Ph 


2-(HO-(CH2)3> -Pyrr-CO-CH2 


2-364 


3,4-diF-Ph 


2-(HO-(CH2)4> -Pyrr-CO-CH2 


2-365 


3,4-diF-Ph 


2-(HO-CO-CH2)-Pyrr-CO-CH2 


2-366 


3,4-diF-Ph 


2-(HO-CO-(CH 2 )2)-Pyrr-CO-CH2 


2-367 


3,4-diF-Ph 


2-(HO-CO-(CH 2 )3)-Pyrr-CO-CH2 


2-368 


3,4-diF-Ph 


4-Oxo-Pip-CO-CH2 


2-369 


3,4-diF-Ph 


4-HO-Pip-CO-CH 2 


2-370 


3,4-diF-Ph 


4- (HO - CH2) - Pip - CO - CH 2 


2-371 


3,4-diF-Ph 


4-(HO-(CH2)2> -Pip-CO-CH2 


2-372 


3,4-diF-Ph 


4-(HO-(CH2)3)-Pip-CO-CH2 


2-373 


3,4-diF-Ph 


4-(HO-(CH 2 )4> -Pip-CO-CH 2 


2-374 


3,4-diF-Ph 


4-(HO-CH 2 -0)-Pip-CO-GH 2 


2-375 


3,4-diF-Ph 


4-(HO-(CH2>2- 0)-Pip-CO-CH 2 


2-376 


3,4-diF-Ph 


4-(HO-(CH2)3-0)-Pip-CO-CH2 


2-377 


3,4-diF-Ph 


4-H2N-P1P-CO-CH2 


2-378 


3,4-diF-Ph 


4-(AcNH)-Pip-GO-CH 2 


2-379 


3,4-diF-Ph 


4-(HO-CH2-CONH)-Pip-CO-CH2 


2-380 


3,4-diF-Ph 


4-(H0-(CH2)2-O-CH 2 )-Pip-CO-CH 2 


2-381 


3,4-diF-Ph 


4-(HO-CO)-Pip-CO-CH2 


2-382 


3,4-diF-Ph 


4-(HO-CO-CH2)-Pip-CO-CH2 


2-383 . 


3,4-cur rh 


4'tHO UU*^Orl2^2^ xrip-OL'-C'±i2 


2-384 


3,4-diF-Ph 


4-(HO-CO-(CH 2 )3)-Pip-CO-CH2 


2-385 


3,4-diF-Ph 


4-(HO-CO-(CH 2 )4)-Pip-CO-CH2 


2-386 


3,4-diF-Ph 


4-(H 2 N-CO)-Pip-CO-CH2 


2-387 


3,4-diF-Ph 


4- (H2N - CO-CH2) -Pip - CO- CH2 


2-388 


3,4-diF-Ph 


4-(H 2 N-CO-(CH2)2)-Pip-CO-CH2 
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o,4 clir Jr n 


^-^proM-pn-rrTTo^VPin-oo-CHo 

ft \XX2IN \^KJ \Uii2/3/ -L 1JJ v»/vy viu 




o,4 air JrJn 


A-fWoM-PO-fP Wo^ tVPin-PO-CH^ 

ft \ XI 2 IN V-/ V_/ \v-'JtX2/4/ x xp vii- 


2-391 


o,4-air Jrll 


/l - f WO -Mf TV/To 1 - P O i-Pi r» - PO - P TTo 
ft VJtlW lNVJVie/ OV^.J rip U'V./ V.'XX2 


2*392 


3,4-air ril 


/I - fW Pi - Mi'lV/T^ 1 - P O - P Wo 1 - Pi n - P O - PTTo 
4 vtiL/ lNVlvie/ ov/ oxx2/ rip ^ w ^xi2 


2-393 


3,4-air -Pn 


4 vrlU JNUYLe^ o*<J V.OXI2/2/ rip uu ojri2 


2-394 


3,4-dlF-Ph 


^ /Tjn.\T/'Ayr«\-pri-< r P T J A , \«VPin-Pn-PTTo 
4 vrlU NvJVLe/ UU VO±i2.J3,J xip OOf OJC12 


2-395 


3,4-dlF-Jrn 


4 ^JtlU JN viVle/ O \ 0x127'!/ x lp Ov-/ OXx2 


2-396 


3,4-dlF-Ph 


4 U\aeU JN UVie^ v^O.J Jr lp OO 0x12 


2-397 


3,4-dlF-Ph 


^ ./A/r«/^-XTi / iv/ra 1- /^n-PTT^-Pin-Pn-PTTo 
4 vJYLeU JNUViej on 2/ x ip 00 0x12 


2-398 


3,4-dit-Pn 


>i -^Ayr«r\-TvTi / A/ra^-^r^-i / r i Woioi-P4T4-PO-PWo 
4 UYLe U JN vivie/ v_/w v oxi 2 72/ i ip 00 oxx2 


2-399 


0 J 1 * T?1 T">1_ 
3,4-dlF-Ph 


/i /A/r^r\ ivT/'Tvyr^^- Pn./PTJ^^-Pm-Pn-PTTo 


2-400 


3,4-dlF-Ph 


4 \MeU JNvMe; OU ^0x1274/ rip ow 0x12 


2-401 


3,4-dlF-Ph 


3-Uxo-ripr-UL;"" Oxl2 


2-402 


3,4-dlF-Pll 


A A — . T"> ' ^ ^. - f~\ . P^ T-T^ 


2-403 


3,4-dlF-Ph 


4-^HU-voxi2>>2; -Jripr-ou 0x12 


2-404 


3,4-dlCl-Ph 


MeU"Wri-OU Oxi2 


2-405 


f\ 4 T * /"II Til 
3,4-dlCl-Ph 


EtO-Nxl-UU OJr±2 


2-406 


r» -t 1 * /"ll Til 

3,4-diCl-Ph 


JrrU JNJ1 LU Uxl2 


2-407 


3,4-dlCl-Ph 




2-408 


3,4-diCl-Ph 


Ti /^v XTTT _ f~\r\ _ PTT „ 


2-409 


3,4-dlCl-Ph 


HxU-JNn LU"Oxl2 


2-410 


3,4-dlCl-Ph 


X1U \ OX12/3 IN Xl OO OX12 


2-411 


3,4-dlCl-Ph 


xiL> vOxl2/4 INxl OO Oxl2 


2-412 


3,4-diUl-Pn 


Tjri^.//^TT„\^.XTT_T_ pfl-PTTo 

XlvJ VOxl2/6 JNXl OO 0x12 


2-413 


3,4-dlCl-Ph 


xlo vOrl272 0 \Oxl272 IN XI 00 OX12 


2-414 


3,4-dlCl-Ph 


'^y^«-r«w^'ow^-^PTTo^o-TsIW-PO-PWo 
ivle OxlVOxx/ vo XI2/3 in xi 00 0x12 


2-415 


O y| J * m T>"L 

3,4-dlCl-Ph 


Tin./PTT^ xttt_ pA-PUn 

XxO \OJrL2/6 INxl OO Oxl2 


2-416 


3,4-dlCl-Ph 


xt rv - r* 1^ a/t ^ ^ ^tv/t - ^ p w 0 1 0 - 1ST W - P n - P W 0 

XI O O \1V1 e 7 vlVl €v \ OX12/3 IN XI UU OX12 


2-417 


3,4-dlC/l-Ph 


Tjn.^PTjA^-M^/r^-pn-PWo 
xlO \Oxl2y3 iNVJVXe/ 00 0x12 


9 - zt l ft 

Zt ft xO 




HO-(CHo)4-N(Me)-CO-CH2 


2-419 


3,4-diCl-Ph 


HO-(CH 2 )5-N(Me)-CO-CH2 


2-420 


3,4-diCl-Ph 


Me-CH(OH)-(CH 2 )3-N(Me)-CO-CH 2 


2-421 


3,4-diCl-Ph 


HO-(CH 2 )6-N(Me)-CO-CH2 


2-422 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-423 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -N(Me)-CO-CH 2 
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O A C% A 

2'424 


0,4-diOl sra 


±1\J VV>Xl2/2 In V-Cj UU 1^x12 


2-425 


3,4-dlur.rn 


xj r% - fr^xr ^ « - xt fi?^ - n> 0 - r^xr « 

±1VJ 1,0x12/3 JNVXjit.; Lf\J L/X12 


2-426 


r» J • A! T>"U 
3,4-dlGl-Jrh 


tta_/axx \ . -~\i{Ti}4-\-r*r\- r*~f-i * 


2*427 


0 j • ai "ni_ 
3,4-dlCl-Fh 


TJ^.^IT^ -XTi / T?^ , i-/~ , r%-f* l XJ« 

±lU-vL/±l2;5 JNViliU-L'lJ L/±l2 


2-428 


r» a 1 • /^ii t»"l 
3,4-dlCl-Pn 




2-429 


3,4-diCl-Ph 


TTA / ATT \ A / AXJ \ "KT/T?4-\ AO, /"*TT _ 


2-430 


3,4-diCl-Ph 


tt a a /i\ /r_ \ /t\/t^\ //~xtj* \ ^sT^T7 < ^-^ O/^ /^TT 

HO-CvMe/ vMe;-(,UJtl2^3 JNviiiw-cu-Uii.2 


2-431 


3,4-diCl-Ph 


TTA / /^ITT \ *KT/T>_A ATI 

HO-vCH2)2-N( k Pr.)-CO-CH2 


2-432 


3,4-diCl-Ph 


HO-vCH2;3*Nv k Prj-GO-Uxl2 


2-433 


3,4-dlCl-Ph 


TTA /ATT \ TvT/"D—\ A A ATT 


2-434 


3,4-diCl-Ph 


TTA / ATT \ \t/T) \ AA ATT 

HO-vCH2;5"NCPiv-GO-CH2 


2-435 


3,4-diCl-Ph 


TTA /"ATT \ XT/'T) \ A A^ ATT 

HO-(CH2)6"N(PrhCO-OH2 


2-436 


3,4-diCl-Ph 


TTA /ATT \ A / ATT \ \T/"D- \ AA ATT 

H0-(CH2)2-O-CCH2/2-N(Pr)-CO-CH2 


2-437 


3,4-diCl-Ph 


TTA A/tV/T \ /TV /T \ / ATT \ XT /T"*— \ AA ATT 

HO-C(Me) (Me)-CCH2)3-N(Pr;-CO-CH2 


2-43S 


3,4-diCl-Ph 


TTA / ATT \ XT/ T~> \ AA ATT 

HO-(CH2)2-NCBu;-CO-CH2 


2-439 


3,4-dlCl-Ph 


TTA /ATT \ Xt/T) \ AA ATT 


2-440 


3,4-diCl-Ph 


-f-t /->v /r«TT \ -v t / \ /~t/*^ • /"ITT 

HO-(CH2)4-NCBu)-CO-CH2 


2-441 


3,4-diCl-Ph 


TT /~\ //ITT \ \t/ti \ A/^ ATT 

HO-(CH2)5-N(Bu)-CO-CH2 


2-442 


3,4-diCl-Ph 


-f- T s~\ / /stT \ xr/Tt \ /~1 /^w ATT 

HO-(CH2)6-NCBu)-CO-CH2 


2-443 


3,4-diCl-Ph 


TTA /ATT \ A /ATT \ TVT/"T!> \ AA ATT 

H0-(CH2)2-O-(CH2)2-N(BurCO'CH2 


2-444 


3,4-diCl-Ph 


TTA A/Ti/T \ /TV /T \ /ATT \ TvT/T> . ,^ AA ATT 

HO -C(Me) (Me) - CCH2>3-NvBu; - UU C±±2 


2-445 


3,4-dlCl-Ph 


TTA / ATT \ XT/_T*> \ A A ATT 

HO-CCH2>2-NvcPiv-CO-C/ll2 


2-446 


3,4-dlCl-Ph 


TTA / ATT \ \T/' rt "D - \ _ A A _ ATI. 


2-447 


3,4-dlCl-Ph 


TT A /ATT "\ TxT/^.T!>-.\ A A _ ATJ- 

HO-\CH2;4*NxcPr;-C(J-L/xl2 


2-448 


3,4-dlCl-Ph 


TT A / ATT \ XT/^T) — \ AA ATT 


2-449 


3,4-dlCl-Ph 


TTA / ATT \ XT/^.T>-^ A A . ATT 


2-450 


3,4-dlCl-Ph 


TTA /ATT ^ A- //^TT \ _XT / _ J3„\ _ A A _ ATT„ 

HU-(GJtl2)2-U-vL/±l2)2 -iNvcrr; OU U±l2 


2-451 


3,4-dlCl-Ph 


TTA / ATT \ _XT/"LT A\ _ A A _ OTJ^ 


2-452 


3,4-dlCl-Ph 


TTA / ATT \ XT/XT A.\ A A _ AT_T_ 

HO-(CH2)3"NvHO;-CO-UJtl2 


O - A Pi Q 


Q A -A\ ni-'P'k 

o,4r C11U1 irn 


TJ A./ATT N ._>J/TJ A\. A A. ATT 


2-454 


3,4-dici-Ph 


HO-(CH 2 )5-N(HO)-CO-CH 2 


2-455 . 


3,4-diCl-Ph 


HO-(CH 2 ) 6 -N(HO)-CO-CH2 


2-456 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 )2-N(HO)-CO-CH 2 


2-457 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -N(HO)-CO-CH 2 


2-458 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -N(MeO)-CO-CH 2 
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o./icn 


o,4 txlOl rli 


XX w . \\^XX2/3 lNVlYieL// 


O- a cr\ 
Z*4bU 


O A ~ /~M .X>1, 

o,4 QlUJ ril 


JtxvJ vv-'Xl2/4 IN \lvie\Jy UU \^xx2 


2-461 


3,4-cuLl-rn 


MU VL«M2/6 JNUVieUy bU 


O A /* O 

2-462 


O A J * /-II T>"U 

3,4-diUl rn 


JbiU vL/±±2^6 JNUVLeUy OU v^ra2 


2-463 


«-» j j • /~n T»l_ 

3,4-diCl-Ph 


HU'OlMeAMe; lOh.2/2 JN Uvievj; i^L; Oris 


2-464 


3,4-diCl-Ph 


tta r1^^v/^^^/'^v/^^^-^/^TJ^^^«-xT/A/^ia^^^-^ ,| ^^- r^TTrt 
HCJ-UvMeAMey -vo±l2/3 JNUvlevj; 0x12 


2-465 


3,4-diCl-Ph 


t\ /r ^ /~\ //-»tjt \ ."nt/tv/t^-A - pn.pu* 
MeU _ (,UM2;2 JNUVle; UJOL2 


2-466 


rv j J * /""II T»l_ 

3,4-diCl-Ph 


TV yr /~\ /riTT \ -n t /tv /r _ \ /-ia_/-it~T 


2-467 


3,4-diCl-Ph 


tv jt /-v //iTT \ •kt/tv/t-\ i-t/-v m — r 

MeO-vCH2/4-NvMe;-OU-CJdL2 


2-46S 


3,4-diCl-Ph 


TV /T /—V / nTT \ "K T / T\ yf _ \ _ /-I A _ riTT 


2-469 


3,4-diCl-Ph 


-jv /-\ //-iTT \ ."MY"i\/r^ - /"*r^ ptt„ 
MeU tUri2/6 -JNVMe;-L'U-UxdL2 


2-470 


3,4-diCl-Ph 


TV >T /~v //-ITT \ /"V //"ITT \ -TvT/'TV/r _ O/^l - pu„ 

MeO-(CH2)2-0-vCH2;2-NUVl^ 


2-471 


3,4-dxCl-Ph 


tv jr r\ /-»/tv yr^\ /A/r^\ /nil \ XT /'"l\/r^-/"" < *r~ , k.. /^T-T^ 


2-472 


3,4-diCl-Ph 


>Tn nTT TvTTT /-l/**\ htt 
NC-CH2-NH-UU-UXI2 


2-473 


3,4-diCl-Ph 


"KT/^l //-ITT \ Tv TTT /"ITT 

NC-(CH2)2-NH-CO-Cil2 


2-474 


«-» J 1 • /""ll T>T 

3,4-diCl-Ph 


"KT/-1 / /-ITT \ TvTTT /-t/^V /"ITT 

NC-(CH2)3-NH-CO-C/il2 


2-475 


3,4-diCl-Ph 


\rn //-ITT \ TvTTT /-1/"\ /-ITT 

NC-(CH2)4-NH-CO-CH2 


2-476 


3,4-diCl-Ph 


XT/-I //-ITT \ XTTT /-1/^V /ITT 


2-477 


3,4-diCl-Ph 


\Tn //-ITT \ TvTTT /-I/— W /ITT 

NC-(CH2)6-NH-CO-CH2 


2-478 


3,4-diCl-Ph 


xm //ttt \ /-\ //-tTT \ _XTTT _ /-^ /~\ _ /"1TT 

NC-vCH2h-0-tGH2;2'NH-oU-C±l2 


2-479 


#-\ A I * /"f| T»*L 

3,4-diCrPn 


XT/-I /-ITT XT/TV/r^\ /^ /-\ ^ /TTT 


2-480 


3,4-diCl-Pn 


TVT/-1 //-ITT \ TVT/"l\/r^\ /—I /— V _ /-ITT 


2-481 


3,4-diCrPh 


xxn //-'itt ^ TvT/A/T^^ /~i /"* - r*TT 


2-482 


3,4-diCl-Pn 


\t/t //-»T_T \ 7vT/Tv/r~\_ /-*r\-/^tr^ 


2-483 


3,4-diCl-Ph 


TvT/"1 //-ITT \ TvT/TA/r^ - nA-PXT^ 


2-484 


3,4-diCl-Ph 


\Tn / /-ITT \ -"NT/TV/T^- /~^/^-/^XJ~ 


2-4S5 


3,4-diCl-Pn 


\Tp //-ITT \ ./^.//^TT \_.7vT/TV>r^^-/^0-r^TT« 


2-4S6 


3,4-diCl-Pn 


TTA /—I /-v /*1TT \TTT,/1A,/1TT 


2-487 


3,4-diCl-Ph 


TJA /~l/~\ //-ITT ^ ^ TvTTT . ATT,. 




aiv-'i x n 


I1VJ V vyXJLZ/ 3 IN XX \-*\J v-'X JL J 


2-489 


3,4-diCl-Ph 


HO-CO-(CH 2 )4-NH-CO-CH2 


2-490 


3,4-diCl-Ph 


HO-CO-(CH 2 )5-NH-CO-CH 2 


2-491 


3,4-diCl-Ph 


ho-co-(ch 2 )6-nh-co-ch:2 - 


2-492 


3,4-diCl-Ph 


HO-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -NrH-CO-CH 2 


2-493 


3,4-diCl-Ph 


HO-CO-CH 2 -N(Me)-CO-CH 2 
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2-494 


3,4-diCl-Ph 


HO-CO-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-495 


3,4-diCl-Ph 


HO-CO-(CH 2 )3-N(Me)-CO-CH 2 


2-496 


3,4-diCl-Ph 


HO-CO-<CH 2 )4-N(Me)-CO-CH2 


2-497 


3,4-diCl-Ph 


HO-CO-(CH 2 ) 5 -N(Me)- CO-CH 2 


2-498 


3,4-diCl-Ph 


HO-CO-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-499 


3,4-diCl-Ph 


HO-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-500 


3,4-diCl-Ph 


MeO-CO-CH 2 -NH-CO-CH 2 


2-501 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 2 -NH-CO-CH 2 


2-502 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 3 -NH-CO-CH 2 


2-503 


3,4-diCl-Ph 


MeO-CO-(CH 2 )4-NH-CO-CH 2 


2-504 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 5 -NH-CO-CH 2 


2-505 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 6 -NH-CO-CH 2 


2-506 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -NH-CO-CH 2 


2-507 


3,4-diCl-Ph 


MeO-CO-CH 2 -N(Me)-CO-CH 2 


2-508 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-509 


3,4-diCl-Ph 


MeO - CO - (CH 2 ) 3 -.N(Me ) - CO - CH 2 


2-510 


3,4-diCl-Ph 


MeO-CO-(CH 2 )4-N(Me)-CO-CH 2 


2-511 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 5 -N(Me)-CO-CH 2 


2-512 


3,4-diCl-Ph 


MeO-CO - (CH 2 ) 6-N(Me) - CO - CH 2 


2-513 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-514 


3,4-diCl-Ph 


H 2 N-CO-CH 2 -NH-CO- CH 2 


2-515 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 2 -NH-CO-CH 2 


2-516 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 3 -NH-CO-CH 2 


2-517 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 4 -NH-CO-CH 2 


2-518 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 5 -NH-CO-CH 2 


2-519 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 )6-NH-CO-CH 2 


2-520 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -NH-CO-CH 2 


2-521 


3,4-diCl-Ph 


H 2 N-CO-CH 2 -N(Me)-CO-CH 2 


2-522 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-523. 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 3 -N(Me)-CO-CH 2 


2-524 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 4 -N(Me)-CO-CH 2 


2-525 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 5 -N(Me)-CO-CH 2 


2-526 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-527 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-528 


3,4-diCl-Ph 


HO-N(Me)-CO-CH 2 -N(Me)-CO-CH 2 
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O-COQ 

& 0«£*«7 


3 /1-rHPl-PVi 
o, f± Clival X 11 


HO-N(Me)-CO-(CH")"-N(Me)-CO-CH2 


J* OoU 


O,** cixv/i jt n 


HO-N(Me)-CO-(CHo) 3 -N(Me)-CO-CH" 

XIV/ XN V-LVXC./ V/V/ \V/lAJ/0 XN \A»J-v^/ v — f v -' v-^J.*.^ 




Q A-A\ PI -"PV» 

o,4 ctiv/i Jrn 


TTO-TsT('MpVnO-(nH9),i-N(Me)-CO -CH«> 

XXV/ XN \XYXC/ V/V/ VV/XXZ/4 in \Ivxo/ \s v_/ vxu 




Q /4 _ J • Ol -T>Vi 

o,4 aiui Jrn 


TTO-NfMpVrO-fnHo)s-N(Me)'CO-CHo 

XlVJ IN \XVXO/ V/V/ VV/Xli/O IN \1VXC/ V/ V/ V-'AAJ 


Z Ooo 


o,4 ctiv/i Jrn 


wn-NfMpVPO-(r!Ho) fi -N(Me)*CO - CH2 

Ixv/ IN vxYic/ V/ V/ VUIXJ/b in vxvxc/ V/V/ v/11^ 


Z 0o4 


o /i - Al Pl-T>Vi 

o,4 CLiv/l Jrn 


TTn-MfMpVrO-fnH9)«-O-(CH^5-N(Me)-C0-CH«> 

Xxv/ In vlvxfcJ/ V/V/ Vv/XXls/ w V-/ x^* \xvxc?/ v/ v/ vix^ 


o con 

2~535 


o,4 ttlv/J Jr u 


lYLSvJ IN vlViey v/v/ v/xx2 IN vivxtJ/ v-zW v/XX2 


O Z" O /"» 

2'5o6 


o,4 aiUl Jrn 


iVievJ IN vlVlG/ \s\J Vv/xx2/2 JLN vivxe/ v/ v_/ vxxj 


O COT 

2-537 


o,4-aiv/l-Jril 


xview iNvxVx©/ V/VJ \v_/xx2/ 3 lNVlvxt;/ V-/\w/ V-'X12 


2"53o 


O A -Al pi -*DV» 

o,4 aiL/l Jr n 


IVJL8v_/ iN\lVx6/ v./ vJ VV/XX2/4 xNVlvit;/ V/ v_/ v.-xxj 


2-539 


3,4-aiOx J^n 


A/TQO-XT^A/raVpn-rPTTo^K-TvTrMpVPO-nTTo 
lvie W IN vlViey v/ w vv-/xx2y 5 IN \xv±e/ V/v»y v^xx2 


2-540 


o,4 alv/J Jrn 


A/Ton-xT^ivroVpn-^PWo^c-M^Mp^-no-nTTo 

IVievJ INvlVie^ Vw'W VV/XT2/6 xNVxvxe/ v/V^ v/XJ.2 


2-541 


o,4 aiv/1 Jrn 


1V1G w INvlVle/ v/vj V v>» Jx2/ 2 V-/ \Ulx2/2 xn vxvxc/ v-»v/ oxi^ 




3,4-aiUlvrn 


A ^-PTTo-TvT^TV/ToVPO-PTTo 


2-543 


3,4-aiUl-irn 


a «-/'pxT«^„-xT^■^/r£i^-p^-PTT« 

AC \L/xl2/2 x\ vlvle/ v/vJ 0x7x2 


2-544 


3,4-aiUI Jrn 


a ^-^p"pr„^ rt -M^'^/^o^-PO-P"H"o 


2-545 


-3,4 - aiUl Jrn 


Ac \v_/JT.2y4 iNuvie^ ovj 0x12 


2-546 


3,4-aiUl-Jrh 


A ^-/ f PXJ^^-'M'/ r lV/rQ^-PP-P"P"« 

Ac vU xi 2/ 5 in uvie/ Ovj orx2 


2-547 


3,4-diUl x'n 


a ^-^pxj^^-xT^Tv/r^-pn-PWo 

AC \UJa2/6 IN vlVle/ UU v/£12 


2-548 


3,4-aiv/J-Jrn 


a «-/PTT^r>-n-^pw«^o-MrTvroVpn-PTTo 

AC VV_/ 1x2/2 w v 0x12^2 INvlVie/ v_- JCx2 


2-549 


3,4 aiUl Jrn 


xlU V V/XX2/2 vJ INVivxey v/ W V-/XX2 


O.rrn 


o A -Al PI -T>Vi 
0,4 Ctlv/1 Jr n 


XXV/ \V/XX2/3 V/ INVlVie/ V/V/ V/XX2 


Z OO I 


o,4 aiUl Jrn 


XXV/ VV-/XT2/4 v/ xn vxvxc/ v/v/ v/XX2 


2 OOZ 


o,4 Cllv/1 Jrn 


XXV/ \V/XjL2/5 V/ XN\lVxt5/ V/V/ V/XXZ 


Z OOO 


o,4 Cllv/1 Jrll 


XX w V V/XX2/ 6 V/ XN \1VXC/ V/V/ V/XX^i 


Z 554 


o a - Air*"] -T>l-> 
o,4 Cllv/1 Jrn 


Trn-^PTTo^o-n-^PMo^n-n-Tsi^Mp^-no-ciH^ 

XXV/ VV/XX2/2 V/ V.V/XX2/ 2 V/ Xn \XVXC/ V/ V — 7 v/xx_ 


2 OOO 


O /I -Al PI -T>Vi 

o,4 ctiv/i Jrn 


\lYi6/21N V V/XX2/ 2 XN V1VXC/ V/V/ V/XXJ 


Z OOO 


o A - A \ PI -"DV^ 
o,4 Qll/i Jrn 


V,i ; V16/2xN Vv/Xx2/3 IN Vlvltsy v/v/ V-/XXZ 


Z oo / 


o,4 aiUJ Jrn 


riv/To^ oM - r p Wo 1 ^ - m^Mp") • ri 0 - hh 0 

\IVxG/2JLN VV/XX2/4 lN\ivxt;/ V/V/ v/xxj 


2-558 


3 4-diCl-Ph 


(Me) 2 N-(CH2)6-N(Me)-CO-CH2 


2-559 


3,4-diCl-Ph 


(Me) 2 N-(CH2)6-N(Me)-CO-€H 2 " 


2-560 


3,4-diCl-Ph 


(Me) 2 N-(CH2)2-0-(CH2)2-N(Me)-CO-CH 2 


2-561 


3,4-diCl-Ph 


AcNH-(CH 2 )2-N(Me)-CO-CH 2 


2-562 


3,4-diCl-Ph 


AcNH-(CH 2 )3-N(Me)-CO-CH 2 


2-563 


3,4-diCl-Ph 


AcNH-(CH 2 )4-N(Me)-CO-CH 2 
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2*564 


3,4-diCl-Ph 


AcNHHCH2j5'NlMej-CU Uli2 


2-565 


C\ t 1 • /""I "I Til 

3,4-diCl-Ph 


A "KTTT / riTT \ xt/h/t \ f~~\ S~\ /ITT 

AcNH-(CH2)6*N(Me)-CO-U±x2 


2-566 


3,4-diCl-Ph 


A \TTT //-iTT \ /-v / riTT \ XT/ TV VT \ /"*.y*V /"ITT 

AcNH-(CH2)2-0-(CH2.)2-NCMerGO-CH2 


2-567 


3,4-diCl-Ph 


Me-S02NH-(CH2)2-N(Me)-CO-CH.2 


2-568 


3,4-diCl-Ph 


Me-S02NH-(CH2)3-N(Me)-CO-CH[2 


2-569 


3,4-diCl-Ph 


Me-S02NH-(CH2)4-N(Me)-CO-CH2 


2-570 


3,4-diCl-Ph 


Me-S02NH-(CH2)5-N(Me)-CO-CH2 


2-571 


3,4-diCl-Ph 


Me-S02NH-(CH2)6-N(Me)-CO-CH[2 


2-572 


3,4-diCl-Ph 


Me-S02NH-(CH2)2-0-(CH2)2-N(Me)-CO-CH2 


2-573 


3,4-diCl-Ph 


2- (HO - (CH2) 2) -Pyrr-CO- CH2 


2-574 


3,4-diCl-Ph 


2-(HO-(CH2)3)-Pyrr-CO-CH 2 


2-575 


3,4-diCl-Ph 


2-(HO-(CH 2 )4)-Pyrr-CO-CH2 


2-576 


3,4-diCl-Ph 


2-(HO-CO-CH2)-Pyrr-CO-CH2 


2-577 


3,4-diCl-Ph 


2-(HO-CO-(CH2)2)-Pyrr-CO-CH 2 


2-578 


3,4-diCl-Ph 


2-(HO-CO-(CH2)3)-Pyrr-CO-CH2 


2-579 


3,4-diCl-Ph 


4-Oxo-Pip-CO-CH2 


2-580 


3,4-diCl-Ph 


4-HO-Pip-CO-CH 2 


2-581 


3,4-diCl-Ph 


4-(HO-CH2)-Pip-CO-CH2 


2-582 


3,4-diCl-Ph 


4- (HO -(CH 2 ) 2 ) -Pip - CO - CH2 


2-583 


3,4-diCl-Ph 


4-(HO-(CH2)3)-Pip-CO-CH 2 


2-584 


3,4-diCl-Ph 


4-(HO-(CH 2 )4)-Pip-CO-CH 2 


2-585 


3,4-diCl-Ph 


4- (HO - CH2- 0) -Pip - CO - CH2 


2-586 


3,4-diCl-Ph 


4-(HO-(CH2)2-0)-Pip-CO-CH2 


2-587 


3,4-diCl-Ph . 


4-(HO-(CH2)3-0)-Pip-CO-CH2 


2-588 


3,4-diCl-Ph 


4-H2N-Pip-C0-CH2 


2-589 


3,4-diCl-Ph 


4-(AcNH)-Pxp-CO-CH2 


2-590 


a "i • y*~^ t TM 

3,4-diCl-Ph 


4-(HO-CH2-CONH)-Pip-CO-CH2 


2-591 


3,4-diCl-Ph 


A /ttA //-tTT \ /"V ytTT \ T*» * /~V /~t T T 

4-(HO-(CH2)2-0-CH2)-Pip-CO-CH2 


2-592 


3,4-diCl-Ph 


. /tt y-v T** • «TT 

4-(HO-CO)-Pip-CO-CH2 


2-593. 


3,4-diCl-Ph 


4-(.HO-UU-Oxi2^ Pip OU-Uxls 


2-594 


3,4-diCl-Ph 


4-(HO-CO-(CH 2 )2)-Pip-CO-CH 2 


2-595 


3,4-diCl-Ph 


4-(HO-CO-(CH 2 ) 3 )-Pip-CO-CH2. 


2-596 


3,4-diCl-Ph 


4-(HO-CO-(CH 2 )4)-Pip-CO-CH2 


2-597 


3,4-diCl-Ph 


4-(H 2 N-CO)-Pip-CO-CH2 


2-598 


3,4-diCl-Ph 


4-(H 2 N-CO-CH 2 )-Pip-CO-CH 2 
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O .COO 


o,4-aiUl Jrtt 




2 oUU 


3,4-aiUl Jrn 


4 vX12iN UvJ VO±l2/3/ -tip \^>XjL2 


2*601 


O A J * A 1 _ *D "U 
3,4-dlGl-Jrn 


a ./tt M.pn./PTJ^ A-T>t y^k - f^O- r^TTo 
4 VJtlsJN OVJ \OJtl2^4/ irlp Ow V^Xi2 


2-602 


O f J * Al T>X- 
3,4-dlCl-Ph 


4 kJclU JNU\le; UO; Jrip UJHL2 


2-603 


ri j i • /~^1 T»t_ 
3,4-dlCl-Pn 


4 InU'NlMerUU U1I2J -rip UU 0x12 


2*604 


3,4-dlCl-Pn 


4-^HU-JNtMe^-L/U -^U±l2;2/ Jrlp OU 0x12 


2-605 


0 * 1 * /""II T»l 
3,4-dlCl-Ph 


4-( k nU*NlMej-OU lOn2;3/ rip OU L/H2 


2-606 


3,4-dlCl-Ph 


4-vHO - NlMerL'U lOn2Mrrip L/Jn.2 


2-607 


3,4-dlCl-Ph | 


4-vMeO-NCMe;-CU;-Pip-UU-U±l2 


2-608 


3,4-dlCl-Ph 


4-(,MeO-N(,Me;-L'U-Url2; Pip OU 


2-609 


3,4-dlCl-Ph 


j /tv/t ^ TvT/Tv/r^.P<P\-i'P^T T ^~^-T3;^-P t O-P*P"«, 

4-( k MeO-JSItMe;-OU-VO±±2/2^ Pip OU L/Jn.2 


2-610 


3,4-diCl-Ph 


4-(MeO-N( k Me;-CO VO±l2^3; Pip OU ori2 


2-611 


r\ a 1 • /*"11 T"»l_ 

3,4-diCl-Ph 


4-vMeO-NvMe;-CO-vCJdL2;4y Pip OU-OX12 


2-612 


r\ a 1 • Al Til 

3,4-diCl-Ph 


O /^V _ T>*_ /"I /A /ITT 

3-Oxo-Pipr-GO-Uxl2 


2-613 


r* < i • /* ii tit 

3,4-diCl-Ph 


4-Ac-Pipr-CO-C±l2 


2-614 


3,4-dlCl-Ph 


4-CHO-VCH2J2J Pipr-UU-Uxi2 


2-615 


r\ * 1 * TTl T"»l 

3,4-diF-Ph 


0 /tta /nrr \ \ ttj /"ia att 

3 - (HO - lCH2j2j -Pyr r- U U OJI2 


2-616 


3,4-diF-Ph 


c\ /TTA / ATT \ \ Tl A /^\ ATT 

3 - (H O - (CH2) 3) - Pyr r- C O - CH2 


2-617 


3,4-diF-Ph 


r» /TTA /ATT \ \ T~l _ A/*\ ATT 

3-(HO-(CH2;4)-Pyrr-CO-CH2 


2-618 


e\ a 1 * T^ T"»l 

3,4-diF-Ph 


O /TTA A A ATT \ TT> AA-ATT 

3 - (H O - C O - CH2; - Pyrr- O U O ±±2 


2-619 


3,4-dlF-Ph 


r» /TTA A/^\_ / ATT \ \ „ T)-. MW . A A ATT . 

3-(HO-CU-(OH2>)2/-Pyrr-UU-L/±l2 


2-620 


3,4-dlF-Ph 


O /TTA A A / ATT \ \_T)^,^ M >0/ > V_ pTJ^ 

3-(HO-CO-tCH2;3/ Pyrr-UL>-L/±l2 


2-621 


(*\ A 1 * TTt Tkl 
3,4-dlF-Ph 


O /TTA ATT \.D:«.Pn.PU« 

3-vxl(J-L/Jti2; "Pip "L/U-L/X12 


2-622 


3,4-dlF-Ph 


0 vnU \OM2J2rJrlp UU Url2 


2-623 


3,4-diF-Ph 


a (,xl U vL/±±2; 3; rip L/X12 


2-624 


0 .<* 1 * TT* Ti>T_ 
3,4-dlF-Ph 


O III U vLJn.2 j V x lp UU VjX12 


2-625 


f\ V J • "TT> I - *! 

3,4-diF -Ph 


3 InU U; rip OU Uxl2 


2-626 


0 A J * TT* TJl_. 
3,4-dlF-Ph 


O _/TT A / ATT_\ _ AA „T>4„ . A A . /^TTT 


2-627 


3,4-dlF-Ph 


O /TTA / ATT \ _ A\ .T); _ _ P'TJTrt 




0,4 cnx 1 xJi 




2-629 


3,4-diF-Ph 


3-(HO-(CH 2 )2-0-CH 2 )-Pip-CO-CH2 


2-630 


3,4-diF-Ph 


3-(HO-N(Me)-CO)-Pip-CO-CH 2 


2-631 


3,4-diF-Ph 


3-(HO-N(Me)-CO-CH 2 )-Pip-CO-CH 2 


2-632 


3,4-diF-Ph 


3-(HO-N(Me)-CO-(CH 2 ) 2 )-Pip-CO-CH 2 


2-633 


3,4-diF-Ph 


3-(HO-N(Me)-CO-(CH 2 ) 3 )-Pip-CO-CH 2 
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o,4 air PJl 


Q-fTJO-KiYA/r^ i-pri-^PTT^ VP^-pn-Piir. 


Z boo 


o, 4 Clir Jrxl 


0 UVie U JN U\le.) U U) Pip UU Url2 


Z boo 


o,4 clir Pn 


0 UVie U JN UVie/ UU 0 ±12/ Pip L«U Uri.2 


DO/ 


o,4-dij Pn 


O _ ^T\/T^ r*\ _7vTY"T\ /T ~\ _ A A_ /riTT \ \_"DI O A _ AT_T 

d UVleU JN UVle^ UU vUM2y2./ Pip L'±i2 


2*638 


3,4-dlF-ph 


3-kMeO-N(Me;-CO-(,CH2;3^Pip"0O-CH2 


2-639 


3,4-dlF-ph 


3-( k MeO-NvMe.)-CO-CCH2;4;-Pip"CO-CH2 


2-640 


3,4-diF-Ph 


3-(HO-(CH2>2)-Pipr-CO-CH2 


2-641 


3,4-dlCl-Ph 


3-(HO-(CH2)2.)-Pyrr-CO-CH2 


2-642 


r» a 1 • A1 Til 
3,4-dlCl-Pn 


/TTA //""ITT \ \ T% /~< /—v HTT 

3-(HO-(CH2)3>-Pyrr-CO-CH2 


2-643 


3,4-dlCl-Pn 


3-vHO-CCH2>4)*Pyrr-CO-CH2 


2-644 


3,4-dlCl-Pn 


O / TTA A A ATT \ "T» A /~V ATT 

3-(HO-CO-CH2)-Pyrr-CO-CH2 


2-645 


3,4-dlCl-Ph 


r> /TTA, A A / ATT \ \ T*» A A> ATT 

3-(HO-CO-(CH2)2)-Pyrr-CO-CH2 


2-646 


3,4-dlCl-Ph 


r\ /TTA. AA /ATT \ \ T** A/^w ATT 

3-(HO-CO-(CH2)3)-Pyrr-CO-CH2 


2-647 


3,4-dlCl-Ph 


/~i /tt/\ /"ITT \ Tp> • /— < /""ITT 

3-(HO-CH2)-Pip-CO-CH2 


2-648 


3,4-dlCl-Pll 


f» /TTA / /—1 *t" T \ \ Tp» ' /~t /^k /"ITT 

3-(HO-(CH2)2)-Pip-CO-CH2 


2-649 


r\ a 1 • A1 T*"»1 
3,4-dlCl-Ph 


r\ /TTA. /ATT \ \ TTl • /^tA. ATT 

3-(HO-(CH2)3)-Pip-CO-CH2 


2-650 


3,4-diCl-Ph 


f\ /TT /^V //"ITT \ \ T~k • /^%/^ ATT 

3-(HO-(CH2)4)-Pip-CO-CH2 


2-651 


3,4-dlCl-Ph 


j~« /tt/n ATT /~\ \ "T\ * /~1 /^V ATT 

3-(HO-CH2-0)-Pip-CO-CH2 


2-652 


3,4-diCl-Ph 


3-(HO-(CH2)2-0)-Pip-CO-CH2 


2-653 


3,4-dlCl-Ph 


<-fc /TT/^V /ATT \ T» * /^t /->v ATT 

3-(HO-(CH2)3-0)-Pip-CO-CH2 


2-654 


ft A 1 * /""IT T"» 1 

3,4-dlCl-Ph 


r\ /TTA. ATT AA\TTT\ T*i * A A. ATT 

3-(HO-CH2-CONH)-Pip-CO-CH2 


2-655 


n a 1 • Al T"*l 
3,4-dlCl-Ph 


r\ /TTA^ / ATT \ A. ATT \ T1 ' A A, ATT 

3-(HO-(CH2)2-0-CH2;*Pip-CO-CH2 


2-656 


3,4-dlCl-Ph 


O /TTA XT/TV/r \ AA\ T1 • AA ATT 

3-(HO-N(Me;-CO;-Pip-CO-CH2 


2-657 


O A J * /"II "Til 

3,4-dlCl-Ph 


O /TTA "\T /'TV /T _ \ AA ATT \ T> * AA ATJ 

3-CHO-N(Me;-CO-CH2;"Pip-CO-CH2 


2-658 


O A J * A 1 T> 1_ 

3,4-dlCl-Ph 


O /TT A XT/TV ft ~\ A A /'ATT \ \ Ti J A A ATT 

3inO - NvMe)"L/0-lCJl2;2; -Pip-uLrUJnL2 


2-659 


3,4-dlOl-Pn 


O /TTA "N.T^TV/r^\ - A A- f AT_T \ \ _T"> • _ _ A A _ AT_T 


2-660 


3,4-dlcpph 


O /TTA XT / TV /T^\ A A - / AT_T N \ _T3> ^ AA ATT 

DiHU'NvMerUU'vOm;^ -Pip-LrO-uidL2 


Z DDI 


o,4 Q1U1 Jrli 


0 uvieL/ in uvie/ K^yjj Jrip 0x12 


2-662 


3,4-diCl-Ph 


3-(MeO-N(Me)-CO-CH 2 )-Pip-CO-CH 2 


2-663 . 


3,4-diCl-Ph 


3-(MeO-N(Me)-CO-(CH 2 ) 2 )-Pip-CO-CH2 


2^664 


3,4-diCl-Ph 


3-(MeO-N(Me)-CO-(CH 2 ) 3 )-Pip-CO-CH 2 


2-665 


3,4-diCl-Ph 


3-(MeO-N(Me)-CO-(CH 2 )4)-Pip-CO-CH 2 


2-666 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 2 )-Pipr-CO-CH 2 
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±IB5f:^s A, B, D, E, R 1 , R 2 > R 4 R. n «ituf2 <h IsimiSSrTr: b » X tt, 

; ^ 9 >x;i^x ;i/X«x^ >7.;u*— ;K^>«fc -5fe(S»7^* >*)U* —)V 

(ASA 1 ID 

gAiiift (2) tLik&m (3) ts, fg-^sij©??^ 
*<t^« * aiarr o 1st s> o . 

^>-if>, h;^x>xte*->l'>©<fc5ft^#^'fb7j<3igit ; /fi/>^a U 
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-fe h ~ h <J;UX«-r V^il'- h U;K7?cfc-5^— h tuns ; *M7$ n, n 
> U75 F<D=k5&73 K£ ; S^^tOUl'Jifc+v' K©«fc 5 ftX^**^ Fli ; X 

( 1 ) yx? )V * 7, * U )V is 7 - K X \t v 5 7 jc * 7 * U )V 7 V H <D cfc 5 75: Pi? 

(2) 1, 3 -itisir D'\*<>JP#;U#SH' 5 h\ 1, Z -V^ V -Ju^frJi )V# 

;U#SM 5 KStN-t FD^yX^vH 5 F, 1 - t Kd*^>'/ h U TV* 
-MKliN-k HDti/- 5 -y;t^;i/*>- 2, 3-^M^y^5 FO 

(3) 2, 2' -S?K'J^ K^b<«2, 2 * -^> > /5 1 77 

(4) N, N ' -y7^y>-f$yM-#^-h, V-2-\*W)V *J—$* 
-h^U<«S, S' -t*7, ( 1 - 7 1 x;k - l 'H - f F 7 '/-Jl/- 5 - -f AO i? 
9-* b<D& 5 hm ; 

(5) N, N ' -kf* (2 -jT^V- 3 -^"^-tM/U iS~)l>) -*7,7 >Wl? n 
7< F©<k5&^7^yi^07-f FH; 

(6) N, N ' - VTsZ^y^ S^UrT^rlf I/- K N, N* -y'7^M5F^ 

*+fi^-K n, n* -kfx ( 5 -y ;i^";u^>- 2 , 3-7A^y<5^) 
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^Ifl'-K 1,1' -If 7s (>0 V> U TVVM :**1fU-K 1, 1' - 
t*7 (6-^oo^>Vh>J7VU;P) h^L-< tt 1 , 1' -ex (6 

- h U 7Wa^5 1 JK> , ;h 'J 7VU Jl')^-^r+f 1/- h©J: 3 h3£; 

(7) iiufa*77^ >gt7 , /^;^>fti?X^*K tt 1 , 1' - (7^ 
* ; U ~ ; U ) V fc° ^ i J V > <D «k -5 35: 7 V 5> * J 1/ # > % X 7. 7" ; I - X tt 7 V* V tt ) I- * * 

(8) N - IfJH 5 - 7 i - JK V t U O A - 3 ' -7J^t- h©J;5 

fcN-<£»7;P3=ji'- 5 -7'j-;i-r v^tryy ^a- 3 ' -tju*-?-- ; 

(9) v- 2 -tf U S?^t U = HCi^&^^DT U-il'^t U= H« ; 

(i o) p h D^>tf>7>;i'^x;n- ij 7 v/u H©ct-5^7 u-;l-7.;u7^-.jl- 

MJjyj KM ; 

(11) 2 -rJ7 p;i/- 1 -*3=-;Ut! U ^— VI* 3-^.h'OJ:5&2-AO-l 
- t&mT)U*r)ls tf 'J ->*n "7 A /\7-fh'l; 

(12) 1, -1' -**+f U^^-f S^V-;P*b< «N, N' -tt)Vfc-)\,V< 

(13) 3-I5 1 Jl'-2-7DD-^> , /5 1 7 , / l J r )A ^Jl^O/tf U— h -5 
&3 — (£^7;i/^>- 2 -An^>-^>7f7 > ; i J £A 7;U*D^W— hJK ; 

(14) 3 ->fJP-^> , /5 1 7 1 /-^- 2 --kDXDck-5^3 -<&Wl7 )l^r)V- 
^> 1 /f7 7-il'-2-tD>i; 

(1 5) 7i-^y7DP*77i-hf b<tt#'J*X7i-hX7sfJHDj:5 
fe*^7i-hi; 

(16) ^ODXMiH V'>7^ - h©j;-5fe/ND^Vx;i/*- ;K7~>7* 
-hSI; 

(17 ) h «J j*^JU->U ;i>7 □ u K^U< h U i?Jl">U □ U h*OJ:5ftA 
(is) *?>7.)V-fc—)i!7u u Yo^otam&TJi'ft h'tT 

(19) N , N, N', N* -T- h7^fJl/7 0 0*JK5v !r )A7 0 | J K<Dcfc-5fc 
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N, N, N ' , N ' - f h 7 Ii7;l4 Jl/ A O y 7 Jl^Jl'T 5 y ^ A O U H H ; 
T-&D#> &miZ\$. ±12 (5) 

mmm ^m^mv^oA: h u #A;g l u ^^©ct^ 

137 )VX U^If^^ ; 7K**feU^2A, tK#^^ h U £ A:g b < ttzk^fb* 

u ^ a© j: o t37 )i-t> v&m,7kmtwm •, zkBHbu^A* ^mit-i- b u ^a^l 

< tezkBMb* 'J r> A tf> «fc -5 & T;U* 'J &JR*8Mb*J® ; 'J f- O A * h * >- K , ± K 
U ^A* h^r~> K> th'J OAl h=^>- b<(W U ?A t -Zf b*>' F©«k5 

y k;h^7 5 n- ^^A^.H'^ u >^ tr , J> ? >, 4- (n, n-s** 

tf'J->*>, N, N-v'^^l-T-U >, N, N - yx^7 — U >> 
1, 5 -v'Tifk'^^D [4. 3. 0] y^-5-X>, 1, 4 - S>7U*fcf □ 
[2. 2. 2] t^XDABCO)«l/<ttl, 8 - V Tlf tf -> D [5. 4. 
0] -7-^>T J -fe> (DBU) OJ:5ftt«l7S>ST?*D.fl. flfilfc 

- 2 0^73^2 o or (ffitttot;^! i 2 o*c) -ess. 

tf. — J&iS; : R 4 - CO-O- -CO-R^ttift^ Xte-fb^* (3) iSl 
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H-2 0 (7 7J^->7fl), 7>A*-7-f h X AD — 1 1 (O-A • T> K • A 



ffc<£#! (I) (~:fc^TR 3 ^-CO-0-R 4 T&3fc^W:, TSBSCLfc^s 
<B&> 




JifBit*, A, B, D, E, R 1 , R 2 , R\ XRC/n «huI3 <h EISc«£*-r. 
(»B1IS) 

j|BlIitt,l^ft (2) hit&m (4) fl§-&3iJ<Z>#£ 
TXKf#ST> &»tf>#£ET> fli-er^-fetT, -«5t (lb) £WT£<(b£rt)£§!! 
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-2ot7ii2oot: wmizteotnm 1 2 or.) -e&£ 0 

5^75S4 8«fM (£? 1 5 #75M 2 4 P#|W) 



^b"&«l (I) KlifeHTR 8 **- CO-NH- R 4 X«- C 0-NH,T*5M 
« , TIB C i£ b fc T« Jft-T * H i €■ 5 . 

<cs> • 




(SiClIg) 

iCIIitt, <b-&«J (2) Hk&m (5) <h£, ?FigttJgftSE + » **#«ETX 
Ot75I2 0 CC (MKteO'CftM 1 2 0 0) 
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o-NH 2 T»s-fb^«»*«liiTSc:i:*«T*s. 



(I) fc*^TR 3 ^-CO-CH 2 -N (R a ) R b T-*o^b-^%«> TIB 
DSC l/fc^o TiSir^ C t^Tf *. 
<D&> 




±IB^4'v A, B, D, E» R 1 , R 2 , R a , R *\ XR^n tem&LWlMm&TK 
U x' te> JttfM^To 

HDlIltt, fc&m (2) Lik&m (6) itS^ftTT 5 
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75 S 2 0 0 r- (£? MIZ \t 0 °C7!;M 1 2 0 "C) « . 

Kjfcisiwrau mwik&to* mm* Kfoummiz&vmuztf* as, 5# 

75S4 8WpM (jflCIJ 1 5#75M2 4H#F^) T^*. 
T'^ig-r ^> d £ *>*T € i> . 
(^D2Ii) 

,j|D2Iitt. -fb-a-^ (7) iiik&m (8) ^gtt»*|E>t , » tl#STX 

tt*#STl?£(ti:^fT. — itt^C (Id) &^?-54b^4&£«a-r*:Ee"C&S. 

*isi:4j^t, ^F«-i4^^7At>"ms«, rsgA ngj -ra^e.nfcfc© tmm 

■©*>©£flH**;i£#T?££>. [fib, MSKliSH'T, jifJIfctt, - h u jum ('# 

KJfcilSEtt* i«Rtf«©ffi^fc=fcoT^ft£^\ a#, -2 

0*C75M2 OOt ($fjg^«0'C71>Ml 2 0°C) T&S. 

■fb (i) i:fe^TR 3 #- (CH 2 ) m -co-R 5 -ea5i>'fb^ti«, 

<E &> 



WO 2005/080385 



66 



PCT/JP2005/003545 




N-Et\ N . A . B „ R . 



OH 



D N A B R X -(CH2) m -COOR 4 
(CH 2 ) n 

(2) (9) 



O 

(CH 2 ) m 

>-0"R 4 
O 



(CH 2 ) n 



(le) 



Q « 



o 

(CH2) m 

V-OH 
O 



(CH 2 ) n 
(If) 




^ E -hv A -B-R< 

(CH 2 ) n 



(ig) 



O R D 

JiI2t»:4 , > A. B. D, E> RK R 2 . R\ R a . R b > X, mRtf n \$M IB h 
(SBE1XS) 

^EiiiH, <fb-£r^ (2) (9) ^fiH4»8S*> Mi?ffiT-e 

^>if>, h ;ux>x «+->i/> cfc 5 fsi^mmty^mm *^u>?uv 

>©i;a^/Noy>'fb^b7jc^^ ; *@£x^;k M£S£xfp;K ^7'De;k st& 
^^i/Xte^^x^i^j^&xx^;!^ ; ^x^;ux-5=-;i/> ^vyaeji/ 

X-^jk fh7th'P77>> ^^-^r-tf>, i?* h=^v'X^>X«> ? X^V>^ 
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-v^fMJl'AJS F, N, N- iS^^Jl'T-t h7S FX«^+M ^.'P U >S? 
MJ 7 5 H0i5*7S ; 5? ^ 7. )\> K<D <fc 5 &;UI/*^> HU1 ; , 

3i^©7;i^^;U'ft;sjts»wttffi$n4i£aiT*nji«FCiE3ett^:<, mz. 

tti ; &ffizK*U 3^A» &ffizfc*S^- h U £ L < >J tfAO.k-5 

ts.7)v* v&mm&kwt&m **fc>j ?^a, tk*^^- h u 2A;eu< ttzK&fc* 
vvi»<D&5ts.7)vt> v&mfcmfcwm ; zK^bu ^?a, TK^Hb^ h u ^a^l 

< tezk&ft* U £ A © cfc -5 U7)Vt3 >J ^JBTKBS'-fb*^ ; 'J?^^/ h 5s H . ^ h 
|J C?A7 h*-> h\ th'J ^ AX h^F-> H^L < tt-fc U ?A t -7 h^-> H©«t "5 

D tf;i/X^)U75 >, N- ^^Ji/^U^U >, tfUv f >, 4- (N, 
75 7) tTU> 5 >, N, N-y^W-U>, N, N-J?X^7-UX 1, 
5 - ^7-tf t*->^ □ [4. 3. 0] /^-5-X>, 1, 4 ->7*f □ [2. 

2. 2] (DABCO) SKIil, 8 - s J7~*f\Z is>7 U [ 5 . 4. 0] 

- 7 -^^-t^ (DBU) ©ck-5^^^7 5 >H ; XlZt) U 7 A fc:X ( MJ ;* 

- 2 0'C75S2 0 Ot (j?lCtt0t?jil2 0t) 

mis. s#Tbm4 smm mmizui 5^nm2 4mm) -c&z>o 
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^E2iitt, -^is: (i e) &^-t2>it'&m&. m^L<j$m. 
m<D^Tii-hQ7^ML T, -fisss: (if) &&?%fc&mzmm-Tz>i:m-T:$>z> 0 

>flD±5J5:Any>fliM**a ; =¥ftif;k TOx^K »K^Dfc:;p, M 
X— rh7th'077>, v^^r+rv, h + '>X^>Xtt^X5 1 I/>^ 

■fe h~ h U ;KXtt< y^fiH h U;KD«fc5fcx h u;ms ; y^;UAT5 N, N 

^^>^;>*>gsxttx^>^;i/j|N>s©«fc , 5ja:^;i'*>»IS» Bfcm*» Ms, y° 
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a#, -2ot;.7ii2oot; or-TiM i 2 or.) t»*. 

5#75S4 8B#IW (Wjg^ttl 5 #75352 4P#IW> T&^o 
SJ6*7«* i&Rfc&tfBWfb^ttra, ^Allgj J3-IBUfc^»in*©^Ss 

(16 E 318) 

$E3ig«, — (i f) &m-?2>ik&mt4k'etw (8) t^, 

S(Ig) *tt«ft5^*S«at5ItT*5. 

^>-te?>, Mi/x>xtt*S'i'>©«fc3fc^#jfcifcft;**SI ; y?u>£- o u K, 
U n— Jl/i^^^JI/X— ^JK^ck^^X-^Jl/^ ; 7-fe h >^ y^UX^JUir h >, 

y^;u-r y ^;i/^r b >, < y *o yxte^y p^-tf-y XD&^fzfr b >® ; 7 

■fe bx b 'j;H3U2-f y^f*- b >j;K£>«fc5&X b U7MH ; *M75 b*, N, N 

b U 75 h'0<fc^&7S I* Si ; S?y ^;U7JU**"> b*<D«fc 3 fcyjl/**^ KM ; X 

y-fb^-fbTK^^, 7 5 Hi, Xtttn5©l^»ttT*0, flkfcSfigfctt, y^u 
>yn'Jh\ N, N-y/5 1 ^*M75h*, Xtt^h S ©iE^»»KT?*«. 
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5I3t/ 5^71;M4 smffl ($?®Hwtt 1 5 #75M 2 4 ISM) ~e&2>. 

(7y>A7-f^) h4k&® (8) ££±fB«4'T-£Jfc£i£3 d <h {' £ o T 

ib-&«3 (I) CiS^TR 3 **- (CH,) m -R 5 T'^D> m30«2 75 S6T?**'fb'& 
4fet£, TIB Ftttl tzrf -o TM&T 2> - t #T # * o 
<FS> 
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N-E- 



N-A— B-R 
(CH 2 ) n 



(If) 



5F1Xf 




N - E -h X N-A-B-R 1 



O 

(CH 2 ) m ., 

\-0-R 4 M 



(CH 2 ) n 




N-E 



O 

(CH 2 ) m .i 



N-A— B-R' 
(CH 2 ) n 




OH 



(Ih) 



fgF3X*l 




N-E-h N - A -B-R' 



ffSF4XfS 




(CH 2 ) n 



(10) 



H-N u (8) 



R 

N-E— k"\ A o1 
I N-A— B-R 

/ 

(CH 2 ) n 



±823;** A. B, D, E, R 1 , R 2 , R 4 ; R <\ R\ X, mRtf n teflflSB £: 
EIM^U ({IU ±!3^fr^+-Al:fe^Tm(a2 75S6 0l|[T'^?)) 1 Y tot 

YO^IItcfetts HM^j tot, %^^^<b^©^^-c^ffi$ti^raiSTfeti 
tot*'#KPI^tot&< » Sfjifwtt, msBIiC-?, WfXli^Ifoi5&/\o^> 
jic^ ; p<^>x;i/7}s-;u^-^rv-xtotx^ >7;i/*-;i/t^->o«t5ftt^7;^ > 



WO 2005/080385 



* i 

72 



PCT/JP2005/003545 



^vlt'SO, «fc OMfcS? igfctt, ifi*®^ lil^, *?>7,)l*-)V** 

(jinii) 

sgFiistt, (i f) *m?z><t'&m&.. ^m&mm*. Mytm&m^ 
tjstcl-t, — «a (ih) s#T*ft'&<» j £«i£-r*xg-c&s. 

^□OMi;, iMteift** ^DDI^X {7 O D^>-tf >X«i/y T □ D^s>if 

X— tJW, fh7kHP77>, ^^-^1f>, h^->X^>Xtt> ! X5 1 l/>^ 
Un-Jl/^^f^x-T^'Cct^Sx-f^; 7th>> ^fJl/XWh>> 

■fe h~ h UJPXtt-f VtT^l/X h '-UKPck^ft— h U;MK ; *M75 N, N 
-y^fJ^W7$h\ N, N-z^^^)U7±. h75 KXtt^lf^f ;i/'J >K 
h U75 HOi5*75 F«C ; .5** ^)V7.)Vib*ci/ h'© «fc -5 &x;|,7Jn^> Kg ; X 

^7>-rh7tKa77 ; *M->7 / ^^it h U C A, zK^-ffc 
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- tert- 7b*i'\ t T)l'5.=-V&e>£? fc*3Hb 7 )V 5. - «7 Aft^ttTf* 0 » 

>£gffc-e£9> 4*fc0Fi6Kttv #7>-rh7k Ho77>»M5. 

SrtSffl«tt» SUSHIS «K »^«Rtf*flE©«**K«fcoT*&***, a*, - 
2 0 < C7iM 2 0 0'C (JflCttOtTIiSUOt) 

5^14 8l$lfl (ffSfctel 5#7}S2 4n#M) 

• Efc*fc7&* &£&&tfBWfb£-%tt» r^A 1IU tC|BL,fc77Si:Ill^C07j^ 
(IF2I§) 

J6F2I8B. -m^. (Ih) %if-rz4fcermt.4£erV!l (10) 

123$ (i i) ^wT^b^^s^-r^ifiT&o / mm riAiiij iiRHn© 

(IF3I8) 

^F3igtt, — «ftxC (ih) Z^TZik&Mt. s\nif>ikM. tt' 

0D#^E'TX«*# : CETT"SI^$-&T, <b-&# (10) ^SSjfiToXSTfeS. 
© h © £ Jlt^S d £ ifi'V ^ o 

(Dliiia^TS/^^, i§£\ - 2 0t:7iM2 0 0"C (#jg£ttO , C72>S 1 2 
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tf£l&ffl&*K:«k9SfcSa*, »*. 5#75S4 8l5lffl (fffcfctt 1 5 «-75S 2 4 
(«F4Ig) 

iF4Igtt, (10) tlt^m (8) $fc*a>#«E 

T-eMjs$-t±r, — (i j) s^-rs-fb-s-i&ssiiag-rsiSTa&o, wib r£t 

# U &JIfi0*S?i&gi (4*K:#iIK:tt» U jJtSIil/T^^Sft. 

£>o] 



-fb*&ft ( I ) {C*3liTR 3 ^-CO-NH-CO-N (R a )..R b T: ZikSmit, 
<G&> 
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"(CH 2 ) n 



/ 



N— A — B— R 1 



(12) 



BG2XII 



H-N. 




O 

V-NH ,R a 



(CH 2 ) n 



N-A— B-R 1 



(8) 



O R 



(Ik) 



±m^^, A, B, D, E, R 1 , R 2 . R a , R\ X' Rtf n tt tufB t mMm& 
(IG1II) 

siGiistt, its® (2) (id 5pett»jat«f, m»#fiET 

Xti^#S"FT'E^StT, <b^* (1 2) £Kift-r5XgT?*0» MfB r^Cl 
(^G2 XfS) 

SSG2Xgtt» M'(12) tik&M (8) 
TT^StT, — JKiC (I k) *Wr-5-ft'&«lSrSSii"r*XST*t). tuf3 r£§ 
D2Igj tlll^O^fe-mM^^o. [fib, *I1II*UT> flfSfctt, Aoy 

xtmi&kmm m^Bm^t. ^?u>^oijf) ^tiTin^n^j 
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fc&ma ) l:i5HTR 3 ^-CO-NH-SO,-N(R a ) R b T7fc*'fc'&tt«U 
<H&> 



-kfait'K A, B, D, E > R 1 > R 2 > R <\ R *\ X' RtKn teMIE £ IHSc»^ 
•(»H 1 18) 

SSHUgtt. ib-a-^J (2) tfc&m (13) :*iSttJSfflE»F» t£&#£T 

Xtt##ffiT"T?KJS£-&T, -fb^#) (14) ttriB TfjlCl 

xfu tmffi&jjm-vm-mznzo [fit, *isc*^t, $fjg^«, Aoyxb 

jEJfcifcT^ i&KfcStfB 8Kb ^A1I§J 12 bfc^fe till 

(SBH2IS) 

f&H2Igtt\ (14) b.\t^m (8) ^JSttiJgffll*, 

TXIi^fipfiTTS^StT, — JftSC ( I m) £ £ <b Mil ?" -5 Iff 




(CH 2 ) n 



N-A— B-R 



(14). 
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1^ 6 tl •So] 

^Il7t« j&g&Stf B8Hb-&4&te, riAUgj £ 13 bfc>£ffi<£:l«U£ 

(I) t:*^TR 3 *5-CO-NH-CO- (CH 2 ) m -N (R°) R b Tr 
£5<fb^»tt, TIE I ^iCbfc^oT^jfroCli^T^^o 
< I fe> 




R 2 Sing )=( / — v R 



N-E 



(2) 



N-A-B-R 1 o Y \ / D N — A B— R 

-(CH^ o=0=N X ,CH 2 , m • ° H - ^ 

(15) X' u I (16) 




,2 



E_ H"\j-A— B-R 1 




mizT.m . >=(/ — , r2 



N - E -P^N-A-B-F 



H-N. 
(8) 



R a I / 

K OH (CH 2 ) n 

R b 0 ^" N Y° 



( ? H2)m (In) 
N 

±835**, A, B, E, R 1 , R 2 , R <\ R\ X\ mWn «H9f2<hH« 

(«riie> 

HI I Hilt -fb^tt (2) tlk&m (15) ^fg^JK*, tM#&T 

X«#?£«TT-MJ&£-&T, (16) £jSjrrsXgT?i&D, Bul3 ^Cl 
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(SS I 2 I*§) 

Mil 2igtt. ik&m (16) Uk&m (8) t^, ^ttM^K il©M 

mm r^D2xfu tm^o^^-mm^n-s). colu, *i§i:isnT, &m 
j*j&**t«» ewfb'&fcitt, rgAiiu izsn^rc^mtrnmo^m 



•fb-&% ( I ). fC&^TR 3 ^- (CH 2 ) m -R 5 T&D> 111^17516X^5^ 
TIB J fcfcfc bfcj&<oTlSjrr5 CI htfT*%Z><, 
<j'&> 



±IBt?:4', A, B, D, E, R x > R 2 . R s , mRtfnttflifB£Elj8r«£jKU 
(HI J Hi) 

mi Hili, IK&W (2) tfc&m (17) <h£> Tffitt»fit«t», «-&36S!l<Z)^ 




(CH 2 ) 
R 5 



(Ip) 
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flilAfcf, (2) tt, 7RH#I¥^6, 5 1 1, 9 7 5^©*7A1 17111 

3\zm^ titttinzfeo xmm-? % z. t. #-e# a . * fc, ( 3 ) , ( 4 ) , 

-fb-&^l (9) RtMfc£4& (10) <D<fc-5fc, JMa^T^b^ra, 0>JAfcL *B 

^-r-5^;i'^>iiSfb^ / -^^b< ttT;i"3-;wb-&'»*» ±ias§ f 3xfiT"j£^<=>n 

±:^T-€-s>c HE. flS-S-tt (4)> -fb^'t) (5) R^ft^i (9) tt/R 4 -x" 
• (tC*, R 4 S.lXXtttufBtlHit^^^-r.) iimWtefcpWft** XtBlgAlXfS 
Xtt«D 2X8"Zf^snfc^fe»c:fl8i;TSiiE«-frSc: tCckO, \zmtT& 

^■-y^m-W (NK P NK 2 RtfNK 3 M *f bT^JfiftUB £^Tf * IS 

-m©^^^ •7;ww7-i> y^>mmm. mm&mm, ffimm&mm 

'A ( I BD), #B8fiS&* &iSH4B8fBS3fc, R^HftU^^S^ 

*-a-ttifttttt*ift ; warn*, mm**)Vs m*<D0kmmm&iz&5 
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mtm&mmz^ mzf&&fflM\zm&vfzmm tem&mB-r&wm 

it^mm x^mtt&tfit^mfen. mm. mm. mm. mm^m. wmm. mm 
mm. wmmm&T. p^mm. mmm. mw.foj±m$a. m^&m^xit^-mmm 

mmm wmm. wmmm\z^^mm^m ik^m. umm. .stxi/ 
^ j -m^^tsit^m. mz&miz£.z>ifa.wi<Dm'%iz£z>mm mmm. mm. 

*mwv> — f&i£ ( r ) £ z> x u^t © mm ± we $ n z> m.<D®-5-wt m « , 
mz-&. mm. x^-tjvm* mm.m. mMy^t^a y ^m\z^^>mn^. ^ 
mMMx.temMmiz£%imn $>r)mz>* w\z. ^mm<D-^ m 
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m t> )v -> o a <d ct z> u mmm$f <o m m & mm m t $> o # ^ » 

^l/< teyWSSROJ^ft? y ; Mm ; 7> ? £ ; mmi~ h U -7Acr>=fc5& 

ffiftUtk ; i"J =i— ;i> ; y^-jum. ; &M.Wmj-> U ^A ; DL-o<-»; HiJK^^- 
h U r7A^ ; 5W)Vmm.i- h U >7A^b< te^ 1 ? )Vmm.-? ? V A<D t$. 
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M (mz.it, Tween 80^b< « Span 80 ©ct-5fe#U V;i/^~ H, XlZmt^> 

*?)\szi-t7&(D£vt£i$iwmvkM). mmm. mmtm mti-bvyA). 

BfefcO, TPE^L-TO. lmg ($?£L<ta, lmg, IllffS Kit Smg), 
_hPS£ IT, 1 0 0 Omg m £L<fct, lOOmg, Ii:ff$L<tt, 5 Omg) 

»^l:ttv *Al:Ml/Tl aafcO,"TEiLT0.. 0 lmg (#? £ L < 0 . 1 
mg)> ±Et IT, 1 0 Omg (SF*L<ttl Om g) * 1 HSfcttSkEIH^^T, 
ffitfc £ D T^#-r £ d k. ifim * b ^ . 

*^Bj©-iSiC (I) £^T5fb^Xte^©ISigi±i^£n£*&£l£IIrfr 

LT 1 B&fc 0, TPSt LT 0. 0 1 Mg/kg(ff^l<liO. 05/ig/kg), 
-kffiiLT, 1 0 0 0 /zg/kg (»*KttlOO'/ig/kg, iOffSKIi 
20wg/kg) * 1 m£fcte$ClHn:i#ttT, it^DT^tSili^ISU 
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immm 1 ] 1 - (2 - {(2 r) - 2 - (3, 4-5?^dd7i=jw - 4 - c 3 , 

5-h*7. (hU7MD^f;i') >- 2 --on x^io X 

trn ((2 S) -2- [(7irh^» Tizh^^>]} -f >?>-l, 4' -tXU> ; 

> (m^ik^yoWr^ 2-97 it^) 

1- (2 - {(2R) - 2- (3, 4-^D07i-W -4 - [3. 5 - tfT. 

(h'j7;i/to^f;H ^>\z-ou] ^e.^* u >- 2 --r ;H x^jw xfo [(2 

S) - 2-hFD^y] -T>^>-1, 4' - tf^ 'J > 150mg(0. 214mmol) i P S 
-vMV7°D t°;UX^;L-T5 > 320mg(l. 07mmoh 3. 3mmo 1/g) <D h JUX >(3. OmL) ^ 
mz. 7-iZ h^isT-t^Jl-? D U K 0.07mL ^jbPAfe. MT 2 0 H#KIffc#gL ^>i@ 
t «fc 0 tSfflg * 3X 0 RfcH fc:. MEET * S3c U » 6 n&3Sit * -> U * ^ ^ ^ □ ^ h 

DWKSU, ^IB^-S-'^ 171mg (i&m : 9 5%) £ 6 UTftfco 
} H —&. 1 E&.f&. : & B .® X^H )\' (400MHz, DMS0-d 6 ) (5 ppni : 8.45-8.01 (3H, m) , 
7,85-7.12 (7H, m) , 5.43 (1H, bs) , 4.56 (2H, bs), -4. 21-1.62 (24H, m) . 
mnW.W^'^P v max cm" 1 (KBr) : 2961, 1748, 1646, 1474, 1439, 1376, 1282, 

1186, 1137, 905, 681. 

T77^^h^ (FAB) m/z : 801 ( (M+H) \ 7'J-M 
7Lm#Wm <C„H„C 1 3 F 6 Nj0 6 til) 

!f|Ei(%) : C:54.46, H:4.45, N:3.34, F : 13. 60, CI : 12. 69 
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mMm(%) : C: 52. 13, H:4.54, N:3.43, F: 12. 23, CI : 1 1. 83 
m^t& : [a] D M = +39 - 5 (c=1.00, ^ ? J 

\_mM&\2'\ l-(2-{(2R)-2-(3, 4-^DD7i-W -4 - [3, 
5 -EX (h'J7MD/f;i/) ^>y-OL'] ^E^tfU >- 2 — f ;H JL^A) X 
Ea {(2 S) - 2 - [(3, 3 - i?*7)l-Zf* J <i)V) ^=^->]} -f >^>- 1,4* 
- hf ^ U v > tttttt mmtetrm&*k 2-106 ttttttt) 

1- (2 - {(2R) - 2- (3, 4-^i7D0 7x^Jl') -4- [3, 5-k'X 

(hU 7Mn^fji/) ^>vW;H ^E^i'^u >- 2 --oh x^;u) xeq [(2 

S) -f >^> - 1 , 4' - E^'J v?>150mg(0. 214mmol) £ 3, 

143rag (M : 8 0%) * G-fe^il £ Itffc. 

^*WKX^ h;i/ v max cm" 1 (KBr) : 2960, 2658, 2553, 1725, 1647, 1475, 1439, 
1375, 1281, 1.240, 1186, 1139, 905, 757, 681. 
?77x^^ h^KFAB) m/z : 799 ( (M+H) *, 

[^M0iJ3] l-(2-{(2R)-2-(3, 4 - ^DD7ii;W - 4- [3, 

5 — ex (hU7Mp^fji/) ^> v /<;u] ^i/zfru >- 2 — r;H x^;u) X 

t°D {(2S) - 2- [(5^ n^\^^;i/*;i/jK — ;u) t+y]( -f>^>-l, 4' 

-tf^U> f > i&lE^ (fllaHb-g-flbM 2-110 mmm.) 

1- (2 - |(2R) - 2- (3, 4-^7 0 0 71^) - 4- [3, 5 - EX 

(h'j7Mn^^) ^>VW;KI > - 2 -<;w xed [(2 

S) -2-h Fd + '>3 -f > ^ > — 1 , 4' - tf^U5^> l50rag(0.214mraol)i->^ 
185nig (JfX* : 9 9%) $6fi^tl/Tffc. 

^^MX^ u max cm" 1 (KBr) : 2933, 2857, 2657, 2477, 1726, 1647, 1473, 

1452, 1440, 1376, 1281, 1246, 1185, 1170, 1138, 1029, 905, 757, 681. 
77,7^7 h^KFAB) m/z : 811 ((M+H) + , 7'J-ft) 
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[HM0>J4] l-(2-{(2R)-2-(3, 4-y^DD7HW - 4- [3, 
5-fcfZ (h l J7Mo/5 1 W ^>V^( )U] "E)l<* U > - 2 - -f JU} X^;!/) 7. 
tTn {(2 S) - 2 - [(* h+yJt^) ^^->]} -f >^>- 1 , 4 ' - t'^U 
5>> 8ttft% '<09jSrt;#"W** 2-111 jftlfettD 

1- (2 - {(2R) - 2- (3, 4-y7D0 7i-JI') -4 - [3, 5 - k*7> 

(hu dvotu *?-)V) ^>vw;i/l ^EJi'*u >- 2 --r ;H x^;ix) xtrn [(2 

S) - 2- th'D + y] -T>y>-1, 4' - fcf^'J v*> I50mg(0. 214mmol) £ * h 
^rv-T-k^JU^ □ U F&M^T^ffim 1 t|^«|{-SJ^$rfTV^ JIBB^^ 98.0mg 

(JK*£:5 7%) ^Sfe^^^LT^fco 
^^4X7^7 Wl" y max cm"' (KBr) : 2930, 2655, 2508, 1749, 1645, 1473, 1457, 
1439, 1376, .1363, 1282, 1186, 1136, 1028, 905, 758, 681. 
7X7n^^ h ;KFAB) m/z : 773 ((M+H).\ 7 U .— AO 

l-(2-{(2R)-.2-(3, 4-y^DD7i^) -4 - [3, 

5-tfT, (hU7Ma/5 : jw ^oy-r;!/] ^e;u*u >- 2 --r ;H x^jy) x> 

t°n {(2S) -2- [(->7 tf;y^Jy^ — )V) ^-^->]} < >^>- 1, 4' 

-e^u^v (^j^-fb-a-^#'^ 2-107 ttl?^) 

1- (2 - {(2R) - 2- (3, 4-^^OD7i-^) -4- [3, 5 - k*7s 

(h'J7^t'o/^) ^>vw;y] ^e)1/* u >- 2 --r ;y} x^;p) xtro [(2 

S) -2-tf'D + y] ,^>^>-l, 4' - tf^U I50mg(0. 214mmol) i->7 
□ 7'D/'S>ijM>S^DU V^THJE^J 1 ^Mt^^^T^, HIB-fb^^ 

72.0mg (JR^ : 4 2%) £ S^H, £ LT#fc. 

^n®lX7^^ v max cm" 1 (KBr) : 2926, 2482, 2406, 1724, 1646, 1473, 1439, 

1392, 1376, 1281, 1172, 1139, 1071, 1029, 905, 758, 681. 
•7 7>X^^7 MKFAB) m/z : 801 ((M+H)*. 7U-#)' 

[^S6tf!l6] l-(2-{(2R)-2-(3, 4 -y^PD7i-W - 4- [3, 
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t?D ((2S) -2 - {[(^.JI/tJnU >- 1 T-fe^U] 5j-*5^}) 

i, 4' -hr^ ritu 2-112 2^®^) 

1- (2 - {(2R) - 2- (3,' ; 4'-^DD7i-iW - 4- [3, 5-h'T, 
( h U 7 U *^)V) *0*JOV\ ^E^tK'J >- 2 --OW JL^fr) X tfD [(2 
S) -2-tHD^->] -f>^>-l, 4* -fcf^U 400mg(0. 57mmolK 2- 
■=E;i/7^U >I£^ 248mg(l. 71mmol)&.££ h U 5 > 0. 48mL (3. 42mmol) ©tfi-ffc * 

^U>mm 12mL iZ, KftmWT, N, N- t£* (2 -^-^V- 3 -^-^ifV'U i^- 
;p) -*77^>t^DUF 435mg(l. 71mmol)S.D ! -'4 - (y^W5/) tf U 
> 7mg(0..057mmol)**PA, 1 Bf Fal^iM#b£:. RZ5ISfPft4£7k"eiJt 

# b , 4m 7 j<^^ v -> ^ a b b t# e> nfcSSE s >- u 

*yMD7h^77^- (^£b^:^b^^l/>/^^/-;U = 50/l-100/3) Id 
Tiib, mffiit&WKDyV— # 337rag (JR^ : 7 1%) 

»SnfcfflIEfl5^4&©:7 # 336mg(0.405mmol) IZX^ / — )V 5mL SriP^T^^? 
b, 4^t&^v ? 3-^-9->7gM 0.51mL £JP*_7c. KIEM^ 1 0$HW*}*T8fc#b 

fees, i§fflt*»EES3cb, ^x^ii/x-^^-e^bjto »6nfcjsaE*x— t- 

;PSiPAT5flSlb, ^12^^ 341mg (iR^ : 9 3%) SfifiB#fcbT»fc. ■ 
^-©fK^^c 1 * h;i/ (400MHz, CD3OD) <5ppm : 8.20-7.92 (3H, m) , 7.87-7.20 
(7H, ■)., 5.70-5.40 (1H, m),.' 4. 55-1. 80 (30H, m) . 

^JURIX*'*^ h;u y max cm" 1 (KBr) : 3422, 2928, 2873, 2646, 2551, 2424, 1750, 
1695, 1645, 1473, 1457, 1440, 1376, 1281, 1240, 1224, 1206, 1186, 1138, 1109, 
1098, 1073, 1049, 1027, 905, 757, 681. 
7X7^^ h ;KFAB) m/z : 828 ( (M+H) *, 7'J-ft) 

Ttmrnnm. (c^.ci^NjOs^hci tut) 

ffH5ffl(%) : C:53.29, H:4.81, N:4.66, F:i2.64, C1:15.73 
HM!HI(%) : C:51.97, H:5.05, N:4.60, F:11.48, Cl:i5.39 

taytm ■. Ca] D jo = +44.2 (c=i.oo, j—m 
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imtMM 7] l-{2-[(2R)-2 - (3, 4-^^OD7i-JI/) - 4- (3, 
4, 5 - h 'J * h^rv-^w-V-f ;U) ^EJI-tKU >- 2 X^;H XtfD ((2 S) 

- 2 - { [(^.n^u >- i ^-^->-}) < >y>- i , 4 ' - 

1- (2 - [(2R) -2 - (3, 4 -v 5 ^ □ D7I-W - 4 - (3 , 4, 5 - 

h'j ;< h ^p~>^>v*-i\h<) ^;i-*'J >- 2 — r;H x^;u} xtfo [(2s) - 2 - 

th'D + ->] <>y>-l, 4' - bf^ U > J > 350mg(0. 534mmolK 2-^E;U*"J> 
BEK 232mg(l. 60mmolK h U X^;i-T 5 > 0. 45mL (3. 20mmol) , N, N-fc*7> (2- 
- 3 -^^-tf'/U :/x;|/) -*77^>t^DUh* 408mg(l. 60mmolK IBlZS 
4 - (:7^fJl/7S;) £ U v 5 > 7mg(0. 057mmol) £HH>T^lJS#iJ 6 tlsIti^S^^ 
fT<^ ^fe^b^^ 404mg : 8 3%) ^SfeBftL-Tifc. 

^-^I^m^RiX^^ MK400MHZ, CD 3 0D) 5ppm : 7.87-7.20 (7H, m) , 6.70-6.60 
(2H, m), 5.70-5.38 (1H, m) , 4.50-1.80 (30H, m) 

ifcW-WttVLXI? h)l- v max cm" 1 (KBr) : 3426, 2936, 2872, 2644, 2537, 2423, 1750, 
1634, 1583, 1505, 1462, 1427, 1415, 1380, 1330, 1269, 1228, 1207, 1125, 1075, 
1026, 1004, 927, 901, 871, 831, 762, 723, 678. 
777^^ MMFAB) ra/z : 782 ((M+H) + , 7'J-#) 
TtmftVrm (C.H^CIAO.^HCl-l.SHjO i bX) 

fh^{it(%) : C:55.79, H:6.17, N:4.76, C1:16.07 

mMM(%) ■ C:55.87, H:6.07, N:4.69, C1:16.37 
: [a] D 20 = +39 .5 (c = 1.00, 

imMM 8] l-(2-{(2R)-2-(3, 4-^^DD7i - 4 - [ 3 , 

tfn ((2S) -2- {[(4 -^;i/^u >-4 -< ;u) ^-^->}) -r > 

^*>-l, 4' -t?^'J^> (MTsHk&'Wm^ 2-114 2i£^i£) 

1- (2 - {(2R) - 2- (3, 4-y^DD7i-W - 4- [3, 5 - bfT. 
( h U 7 )V*u ^>V^()11 ^JUtIn U >- 2 >»!/} XfJl/) XtfO [(2 
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S) - 2- tKD + y] <>y>-l, 4' - tf^. U > ? > 2l2mg(0. 302mmol), 4- 
ij >KK 262mg(t. 51mmoI), h U X^;U7 5 > 0. 42ml (3. 02mmol) . N, N- 
£7 ( 2 - * V — 3 - ■* it V »J X )V ) -*^7-f>»^o«JF 
384mg(L5lmmol), (^^^75 7) fcf U 5* > 4mg(0. 03mmol) &m ^TM 

MM6 tmMizfcm&fti,^ mv&it&to i82mg mm-. 6 7%) ^a6@#:tbT 

^@£iK7^7 h;i/ v max cm" 1 (KBr) : 3436, 2927, 2874, 2653, 2558, 2461, 1733, 
1644, 1472, 1457, 1440, 1376, 12S2, 1243, 1183, 1 138, 1 108, 1096, 1028, 981, 
928, 905, 759, 681. 

7X7^^ h^KFAB) m/z : 856 ( (M+H) *, 7 U — 80 
mmM9] 1 - (2 -{(2R)-2-(3, 4 -y^DD7x-JP) - 4 - [ 3 , 

5-tfT. (hU7Mn^f;w ^>y<;p] >- 2 ;w x^ju) 7 

tfn ((2 S) - 2 - {[(3 -^EJI/JfrU >- 4 — T ;P) 7"o/V'f;i'] **Fi>'}) -f 

>y>-i, 4* -tf^uv'> -mmm. mm^mm^ 2-113 2 4MMft) 

1- (2 - {(2 R) -2 - (3, 4 - i?i7 0 0 7i-W - 4 - [3, 5 - fc*7 

(h u 7 0*3^10 ^>\/<;i/] ^natu >- 2 --c;H x^;io 7tro [(2 

S) - 2 - t h'O + i/] -f > ^ > - 1,4*- t!^ U >>> 2 18mg (0. 311 
mmolk 3 -^z)V ^ U >7"n fcf^>& 247mg(l. 55mmol) , h l JxfJl'7S> 
0.43ml (3. lOmmolK N, N-tf7 ( 2 - V - 3 -Or*W U >>x;|/) -*K77 
W >» 7 o U K 395rag(l. 55mmol) , R # 4 - (y/f ;i/75 y) fcf U S> > 
5mg(0. 03mmol)2rffl^-C^JS^y 6 <h ^mzKfc&n^* BnEit^m 158mg (« : 6 
3%) *efeH#tUX#fc. 

^n©iR7>^7 v max cm" 1 (KBr) : 3438, 2928, 2873, 2653, 2560, 2458, 1737, 
1644, 1473, 1458, 1440, 1376, 1319, 1282, 1185, 1137, 1110, 1095, 1047, 1028, 
987, 905, 759, 707, 681. 

-?77^7 MKFAB) m/z : 842 ((M+H)*, 7U~#) 
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[■0tMm 10] 1- (2 - { ( 2 R ) - 2- ( 3 . 4 - V>7 U U 7 xXJlO - 4 - 
[3, 5-1:* (h'J7Mo^fJH ^>V-OU] =E)l>* 'J >- 2 — f Jl/} xf 
;10 ((2S) -2 - {[(2-*h*-» lh^->*W-Jl-] * + -f 

>?*>-i, 4' -e^U> f > MIS (i^b^U#§2-122 MI) 
1- (2 - {( 2 R) - 2- (3, 4-^DD7xi;i-) - 4- [3, 5 - 

(KU7^a^f;i/) ^>v-r;n ^^^u >- 2 --oh x5\ho [(2 

S) - 2- kHo^y] -f>^>-l, 4' - U > ? > 150mg(0. 214mmol) £ 2 - 
m 172mg (JRSp : 9 6 %) £ £ LTftfco 

^MX^Krt/ v max cm"' (KBr) : 2928, 2481, 2393, 1746, 1646, 1473, 1440, 
1363, 1282, 1266, 1186, 1137, 1027, 905, 681. 
777^^7 hJKFAB) m/z : 803 ((M+H)\ 7'J-#) 

immi 11] 1- (2 - H2R) - 2- (3, 4-y^DD7i x;P) - 4 - 

[3, 5 - H7, (h'j7Mo/fjw ^>y-r;n -=e;p^u >- 2 --ou} x^ 
no *tra {(2S) - 2- [(x h*->£;i^x;io -r>^*>-i, 4' 

-t°^u^> t^m^ 2-121 m.mm 

1- (2-K2R) - 2- (3, 4 -i/^ OD^xx;i/) - 4- [3, 5 - tfX 

( h u 7)i* a* ^>vV;i-] ^EJi^y >- 2 ;n x^;u> xtfo [(2 

S) - -T>^>-1, 4' - tf^'J 150mg(0. 214mmol) £X^ 

;|//7 □ u-fo)V*— V&m^XWfcM 1 ^IHiKc^jS^tT t^> HI2-fb-8-^ 165mg OK 
^: 9 3%) IsXmtz. 

^©IRX^ h)V v max cm"' (KBr) : 2927, 2481, 2404, 1743, 1647, 1473, 1439, 
1375, 1281, 1266, 1186, 1139, 905, 681. 
777^7 h;KFAB) m/z : 773 ((M+H)\ 7'J-#:) 

immm 12] 1- (2 - K2R) - 2- (3, 4-^^ n d^xx^) - 4 - 
[3, (hU7WD/f^) ^>y<;i/] ^e;u*u >- 2 ;n x^ 
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JV) 7tD ((2S) -2- {\.(2-7)V*u) X h^isfiJUtf— )V] -f 

>?>-i, 4' -tr^Uv ? > 4£K*a (M*<b-&«5#-% 2-123 mets) 

1- (2 - {(2R) - 2— (3, 4-y?DD7i-A0 - 4- [3, 5 - If* 
(h'J7Ma^fJW ^EJI/^U >- 2 --f ;H x^;U) [(2 

S) -2 - t Fo + y] -f>^*> — 1, 4' - tT^'J I50mg(0. 214mmoI) tx? 
;i/^.a h^/B^-T^MM l &H*fcRJ&*fr^ «K-fb-&*J 50. Omg (JR 

$:28X) SSfiiSStl/Tftfc. 

^^l-fRjRT.^^ h;i- v max cm" 1 (KBr) : 2960, 2481, 2400, 1748, 1646, 1473, 1440, 
1377, 1282, 1267, 1 186, 1 1 38, 905, 873, 681. 
. 7*7.^2 hJKFAB) m/z : 791 ( (M+H) f , 7'J-f) 

[^JEfll 13] 1- (2- {(2 R) - 2- (3, DD7 iXJlO - 4 - 

[3, (h'j7;i/tn/^) ^>' v /-r;u] u >- 2 -f ;u} x^p 

;u) ((2S) -2- {[C/n/\°;p^;io ^-^->^;w#-;i-0 -r> 

^>-i, 4' -tf^u->*> mTKik&'wm^ .2-124 i&mm 

1- (2 - |(2R) - 2— (3, 4-77DD7i-il') - 4- [3, 5 - fcf* 

(fj7J^D^fJW ^>\7-<;u] -t;i/*u>-2 — r;w x?=-;i/> xtfo [(2 

S) - 2- tFD^->]-f>^>-l, 4' - fcf^'J i?> 150rag(0. 214ramol) ty'u 
I70mg (iR^ : 9 7%) *6figIil/T»fc. 

/^©HXX^ b7I/ vraax cm-'(KBr) : 2925, 2484, 2410, 1750, 1645, 1473, 1439, 
1377, 1281, 1264, 1 186, 1 139, 905, 681. 
•7X7^7 h;MFAB) m/z : 783 ((M+H)\ 7U-#) 

[UMlll 4] 1- (2- {(2R) - 2- (3, 4 D D7i-W - 4- 

[3, 5-tf* (F'J7JI/tn^fW ^>W;H %;i/3fc'J >- 2 — r -;n 

;i0 xtfD [(2 s) - 2- C{[2 - (x H=^>#;i^x;i/) x^;u] rt^/t^f ;u} 
-r >y>- i. 4' -t°^u^> tftftift (Ww-fb-a-*** 2-126 &r 
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1- (2 - {(2R) - 2- (3, 4-yJ'DD7i;JH - 4- [3, 5 - fc*7> 
( h U 7;P*n^^) / ^> > /'fJH ^;i/*'J >- 2 )V\ XfJW 7. tf □ [(2 
S) - 2 - k H □ -T > 3^>- 1,4'- If ^ U ~J> 150mg(0. 214mmol) iPS 

-^V^Otf^X^^TS > 320mg(l. 07mmoL 3. 3mmol/g) <£> h ;i^X >(3. OmL) i§ 
X h^v^TKx.H'X^K V ->T*— h 0. 08mL £iin*.fc. 8 OtT'2 0 

*ywD7h^7^- (j»uj»fflE:tK'fb^^u>/^^y-^=io/i) tj:?)** 

MLfcm> X^/-;K5.0mL)tC^»U, 4 ft^ifttt 5? >m.WL (0. 5mL) £i0*. 

at*'\+1J->J:t)f|i|MlL\.«lB'fb^*45.0Bg : 2 4%) 5 6MSltLT 

1 H - mm^&mx >? h ;K400MHz, DMS0-d 6 ) oppm : 8.31-7.98 (3H, m) , 
7.88^7.08 (7H, b), 5.24 (1H, bs), 4.18-1.57 (31H,m). 

^^©JR7,^^7 h;U v max cm" 1 (KBr) : 2958, 2657, 2564, 1723, 1644, 1525, 1376, 
1282, 1 186, 1 139, 758, 681 

777^^ MMFAB) m/z : 844 ((M+H) + , 7'J-#) 

fcmftffite (C 40 H 42 C1 3 F 6 N 3 0 6 <h IT) 

Sf-gMSCO : C:54. 52, H:4.80, N:4.77, F: 12. 94, CI : 1 2. 07 
H8MKX) : C : 51 . 32, H:4.77, N:5.35, F: 10. 92, CI: 12. 04 

mytm [a] D 20 = +42. 1 • (c=i.oo, 

[JII«15] 1- (2 - {(2R) - 2- (3, 4-i^^DD7i^) -4- 
[-3-, '5 -If* (hU7^tD^?M ^> v /<;i--] ^EJUjfrU >- 2 — OH X5P 

;iO xtfp t(2S) -2- ({[3- (xh + ->^Mx;io -?u\*)V\ ii)\>n^ 
)V) **s/>] -f yy>- i , 4'-tf^u^> taKtSL (^u^fls^i&s-* 2-127 is 

1- (2 - {(2R) - 2- (3, 4-^DD7i-W -4 - [3, 5 - If 7. 
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(MJ7Mo/f;i') ^>vV.H'] ^JUtfcU >- 2 -<JW xyjl/) [(2 
S) -2-hHo + '>] -f>^>-l, 4' - fcf^U 150mg(0. 214mmol) h 

WE-fb^ 38. Omg : 2 0%) <£Bfe$SS£: bT»;fc. 

^^-©JRT,^.^ b)l y max cnf'(KBr) : 2953, 2655, 2560, 1720, 1644, 1527, 1440, 
1376, 1282, 1.185, 1139, 1029, 758, 681. 

MMFAB) m/z : 858 ( (M+H) *, 7U-#) 

mnmi6] 1- (2- K2R) - 2- (3, ^DDbi^) -4- 
;io *t°p [(2S) -2- (x^;i'*;iA^r-r ji/^-^r-»] <>^'>-i, 4' - 

k^ijy> (fllS-ffc 2-128 Mt) 

1- (2- {(2R) - 2- (3, 4-y^DD7i-W - 4- [3, 5 - t*7s 

(h'j7^p^fM ^>v-r;w] ^.n^ u >- 2 -^m x^-no xifn [(2 

S) -2-kFo^y] -f 1, 4' - tf ^ U > ? > 150mg(0. 214mmol) iif 

M7->7^-h^^T*l|iiJ 1 4 £rafifcK:KJfc£fTH, SIB'fb'&W 68. Omg (JR 
*:-3 9X) SfifiigaibT^fc. 

#^©JR7,^7 v max cm" 1 (KBr) : 2971, 2495, 2417, 1714, 1645, 1518, 1473. 

1440, 1376, 1281, 1186, 1139, 1029, 905, 681 
7^7^^ MKFAB) m/z : 772 ((M+H)\ ~P 'J —W) 

\Mtm\ 17] 1 - (2 - {(2 R) - 2 - (3, 4-y^QD7i-W -4- 

[3, 5-tfx (hU7MD^fJW ^>w;n ^.n^u >•- 2 --r;w 
jk) 7. fp C(2S) -2- (x h^v-^;p#-;u^^;i/^;u/\^-r ;p^-^r^»] < 

>jf>-l, 4' - tf ^ U > (^iJ^'fb-&^#^- 2-125 

1- (2 - {(2R) - 2- (3, 4-7^DD7i-M -4 - [3, 5 - tf7 

(hU7Wo^f» ^>w;u] t^atcu >- 2 — r x^;u) xtfn [(2 

S) - 2- th'D + y] >;?*>- 1 , 4' - fcf^U v>> 150mg(0. 214mmol) <hX b 
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teib^'^ 53.0mg (JR^ : 2 9%) £ £ L T#7c 0 

^©iR*^ v max cm" 1 (KBr) : 296 1 , 2657, 2562, 1722, 1645, 1 521, 1474, 

1440, 1376, 1282, 1186, 1139, 905, 758, 681. 
VXX^^ MKFAB) m/z : 830 ((M+H)\ 7V — #0 

[«0iJ IS] 1- (2 - ((2R) - 2- (3, 4 -v 5 ^ P P7x-.>U) - 4 - 

[3, (h'J7Mo^f;M ^>-\/-f;i/] qE;i-* U >- 2 --r ju] jl^- 

)V) Zfcfof (2 S) - 2- ({ [N — (2-t h'D^ylfjW -N-^WS 
/] Tir^;i'} H>y>-1, 4 ' -f<ijy> (^l^-fb^'^ 

#^ 2-129 2Mt) 

[^SS^Jl 8a] l-(2-{(2R)-2-(3, 4 - V {7 D P 7 x ~ .JU) -4 
- [3, 5-t'T. (hU7A'tD/fW ^<>VW;i/] ^JI/aJs >J >- 2 -<i M X 
3^) XtfP [(2S) - 2- (7*Ot7-fe?;W ^-^~>] -T>^>-1, 4' - hf 
^ U v 7 > 

1 - (2- {(2R) - 2- (3, 4 - v 5 ^ PD7x-;i/) -4 - [3, 

(h^Ma^f^) ^>V<;H ^tI^u >- 2 x^;u) xtfn [(2 

S) - 2- hFD^y] -f>y>-l, 4' -tT^U5^> 10. 0g(14. 3amol)RCXh 
U X5 1 Jl-7S> 2.78mL ©i&-fb* 5 1 200mL C JkftS#T> Zfn^T-t^-Ji- 

25/1-20/1) (CTlaM L> ^SS-ft;^ 11.48g OUm : 9 8%) ^fifii#tLtf 
fc. ' 

1 H-:&J&^5& P I7.^ MK400MHz,CDCl 3 ) 5 ppm : 8. 20-7. 10 (10H, m), 5.80-5.30 
(1H, m), 4.65-1.40 (22H, m) . 

B9VW.i>R7sL>7 h)\> v max cm" 1 (KBr) : 2974, 1741, 1645, 1473, 1458, 1437, 1375, 
1280, 1 185, 1163, 1 139, 1109, 1047, 1029, 992, 927, 905, 849, 758. 722, 705, 
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681. 

•? 7.7,^ Y Jl- (FAB) m/z : 821 ( (M+H) *) 

mmmi 8 1>] 1- (2 - {(2R) - 2- o, 4-^^071-^) -4 
- [3.. 5-t*7s (h'j7MD/fjp) ^>*/-f;H ^Ji^u >- 2 --on x 

9^) Xtfo[(2S) - 2- ( { [ N — (2-t FD^yXfJW -N- *^)VT 

H»J1 8 a-CmZtlfz 1- (2-{(2R) - 2- (3, 4 - y/7 0D7i^V) 
-4- [3, 5-tfX (MJ7JWo^ ^Jl-) ^ > V*-f Jl'] ^E^^.'J >- 2 .;!/} 
XfAO X tf a [( 2 S) - 2 - (7*ot7tfJl') t^y] ^>^/-l, 4'- 
tf^U> ? > 200mg(0. 243mmol) CD T-fc: h— h UJ^Sl:N-/f A'X^y-jV7 5 
> 60mL(0. 75mmol)£*Q;l> 5 0tT5HrWlfc. MJ&*£Km<b^ ^ V > 

2 -^a/W— ^=10/1-5/1) tTHIMb;*^ y — ;U 5.0mL tCjgML-. 4l^M 

^*+)->^ l.omL ^jn^.fc 0 ^ix^^^MEEM^b, ^x^;i/x-^;m- 2 0 

*Sbfc.#^nyc^^^X-^;U^Jn^T^lXU,^f2^-&'-^ 39mg(i|Xi£: 18%) 

1 H-^SS^^flX^^ K>K400MHz, CD 3 0D) <5 ppni : 8.20-7.91 (3H, in), 7.86-7.08 
(7H, ra), 5.72-5,32 (1H, m) , 4. 55-1.65 (29H, ra) . 

mn®iW7s<P h)l< v max cm" 1 (KBr) : 3344, 2926, 1645, 1474, 1458, 1439, 1376, 
1281, 1186, 1165, 1139, 1109, 1047, 1029, 988, 972, 927, 905, 849, 830, 758, 
722, 707, 681, 623. 

v' 7 7'^ % V )\' (FAB) m/z : 816 ((M+H)\ 7'J-*) 
Ttmftmfe (CaA.CUFsNjOs^HCl £UT) 
ftM : C:52.66, H:4.87, N:4.72 
■ C:52.72, H:4.59, N:3.73 

mytm ■. [ay° = +36.3 (c=i.oo, *5>;-)V) 
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[lH^ 1 9 ] 1- (2 - {(2R) -2 - (3, 4-y^OD7x^) -4- 

[3, 5-tfx (h'j7Ma.^;i/) ^>7-r;L] ^eji/* u >- 2 --r ;n 
;W xtfD [(2 s) - 2 - ( { [4 - (7$ y #;^tfx;io tr^u *s>- 1 
T-fe^^} ^v-) ] <>^>-l, 4' -kf^'Jv?> -m^m (#l^b<gr4» 

■^ 2-144 2^^) 

^MJl 8 aT^etlfcl - (2-{(2R)-2 - (3, 4 - Vtr u □ 7 i ~ )V) 

-4 - [3, 5 -fx (Fij7;wo^^) ^>v*-r;u] ^e;u*'J >- 2 ;w 

X?;i/) XhfP C(2S) - 2- (7*O^ETii^;iO -^v-] -r >^*>- 1,4'- 
t^'J> ? > 200jng(0. 243mmolK-'f y~^n^5 R 8 6mg(0. 75mmol) £JB ^T^ffiM 1 

s b tmmizKmz'n^.mzik&M wmgoum: 1 9 %) vxmtc* 

l H-®M%&i*7>1i7 h;K400MHz, CD3OD) <5ppm : 8.20-7.90 (3H, m) , 7.86-7.11 
(7H, m), 5.73-5.33 (1H, m) , 4.55-1.70 (30H, m) . 

^^©'KX^^ h)U vmax cm" 1 (KBr) : 3384.. 3180, 2929, 2651, 2553, 1750, 
1646, 1472, 1456, 1438, 1402, 1376, 1282, 1241, 1186, 1140, 1109, 1098, 1028, 
952, 905, 757, 723, 707, 682, 637, 622, 543. 
tXX^^ NJKFAB) m/z : 869 ((M+H)\ . ~7 U — -f*) 
7t%^mm. (C 4 jH 46 Cl 2 F 6 N 4 0 s -2HCI-5H 2 0 iLT) 

ft^fi(%) : C:48.85, H:5.47, N:5.43 

^mW(%) ■ C:48.61, H:5.23, N:5.27 
mX.m : [a] D 20 = +49 .9 (c=0.80, *$J-)V) 

[^JE^J2 0] 1- (2 - {(2R) - 2- (3, 4 - -J i? □ □ 7 -4- 
[3, '5-t*X (h'j7JWD^^W ^>^/-f;P] ^JUt^U >- 2 --r;w 

;u) xtfo ((2S) -2- {[(tfo u>>>- i - -r;to T-fe^;H :*^>}) -f > 

- 1 , 4 ' -t:^'jy> -mmm m^t^^m^ 2-142 2t&^i&) 

*]6S^J 1 8 a-ett^lfc 1 - ( 2 - {(2 R) - 2 - (3/4-v^o a7x-^) 
-4 - [3, 5-t*7. (h'J7MD/fJI/) ^>VW;i'] ^;U*U >- 2 ;H 
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•X^.J|/) 7. en [(2S) - 2- (7'u*z7^)V) 1 , 4' - 

tf^U >> 200mg(0. 243mmol).Rtf fcTo'J v*> 52mg(0. 73ramol) £JB ^TSIJ60il 1 8 
btl^HlfcKJSfcfflo, ^IB-fb^-#) 91rag (J|X^ : 4 5%) «efiB^tltffc. 
SS^KJfe*'*^ h>»l' v max cm"' (KBr) : 2955, 2927, 2647, 2555, 2468, 1751, 1645, 
1472, 1457, 1438, 1376, 1282, 1237, 1186, 1138, 1 109, 1029, 986, 905, 849, 757, 
722, 707, 681. 

777^^ h )V (FAB) m/z : 812 ((M+H)\ 
[|H»J2 1] l-(2-{(2R)-2-(3, 4 - ~J & UU7 x.—)V) - 4 - 

[3, (MJ7^to/5 1 ^) ^>^/-r;H ^e;m%'J >- 2 --r;H :n5P 

;io 7.tfo ((2S) -.2- {[(7if3^>- i T-fefMH 3-*v-}) -< 

>^>-l, 4' - tf^Uv> -IfittttL (^J^'fb'&'^## 2-141 2M1) 

1 8 a"e#Cnfc 1- (2 - U2R) - 2- (3, 4-y7nD7izW 
-4- [3, 5 -if* (bu?)^^?^) O'/V^] ; £WJ>-2-'f ;H 

X=P;P) Xfcf O [(2 S) - 2- (7*D^7tf;i/) ^-^r->] -f >^> - 1 , 4' - 
k^'Jy> 200mg(0. 243mmol),R.tK7-if5 1 v ? > 5 2mg(0. 75mmol) \/*XMMffl 1 S 
biH«fcKJ6£ffl^ WE^^* 37mg (iR* 1 7%) ^fifelftLTifc. 
^^®'K7^^7 v max cm"' (KBr) : 3402, 2930, 2658, 2574, 2414, 1752, 1645, 

1560, 1473, 143.8, 1376, 1281, 1238, 1186, 11 39, 1 109, 1098, 1078, 1029, 985, 
949, 905, 758, 722, 707, 681. 

MKFAB) m/z : 798 ( (M+H) *, 7'J-#) 

[UMiifly 2 2 ] 1 -* (2 - {(2R) - 2- (3, 4-^^D0 7i-W - 4- 

[3, (K'j7^tD/5 1 ^) ^>»/<;w3 ^e;w*u 2 ZL^ 

)V) 7s t°D [(2 S) - 2 - ( { [4- (t h'0 + ->/fM tr^u s>>- i 
7^)V) 3 -f>^>-l, 4' -tf^U^> -SKI (fH^-fb 

^ 2-145 2Mi) 

HfjS0iJ 1 8 aT#6nfc 1- (2 - {(2R) - 2- (3, 4-v^n D7xr.;i/) 
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-4- [3, ( h u 7 )v-*u*?-)\>) ^>y-r;io ^./i^u >- 2 --r;u} 

x^JU) xtfD [(2S) - 2- (yo^E7-tr^;u) :*3r->] <>^>-i, 4' - 

tf ^ U -J > 200mg(0. 243mmo 1) , & Zf 4 - ( t FD + y^^jl') fcf ^ U v 5 > 
96mg(0.75mmoI)£.ffl^T#i;!M 1 8 b tmffilzfcjfc&ft <^ W8B<t'&«iJ 58mg OK 

2 6%) J6fi|#tLTifc. 
^ffifc'KT^i' vmax cnf'OCBr) : 3374, 2927, 2876, 2650, 2552, 1751, 
1645, 1473, 1457, 1439, 1405, 1376, 1330, 1281, 1241, 1186, 1164, 1138, 1109, 
1075, 1040, 1028, 1001, 985, 949, 905, 757, 722, 707, 681. 
777^^7 Ml" (FAB) m/z : 856 ((M+H)\ 

mmM2 3] 1- (2 - {(2R) - 2- (3, 4-v^aD7x^) -4- 

[3, 5-t*x (hU7;wo^^) <>w;p] ^;u*u>-2 — r;i/} 

)V) 7.£o[ (2S) -2- ({[N- -N-^f;V75/] 
7ii^;L'} ^"^-» ]<>^>-l. 4' -tf^US*> ~m®!±^ (^J^t^'M-^ 
2-130 2t£i?:&) 

1 8 aTf ^tlfc 1 - (2 - HVr) - 2 - (3, 4 - *J 2 □ □ 7 a: X )l>) 
-4- [3, 5-tfX (hU7Jl/tn^) ^>V<;i/] ^EJI/zK'J >- 2 )V) 
JL^)V) XfcfD [(2S) - 2- (7*O^THz^;l') -f>^>-l, 4' - 

tf^U"^> 200mg(0. 243mmol). R^2-Xh^yXf^7S> 105uL(0. 75mmol) 
*m^Tm&m l 8 b £|p|Jf ^J&£?tI^> }lf5{b 68mg mm : 31%) 

^^1-©iRX^7 h;i/ v max cm"' (KBr) : 3372, 3068, 292S, 2653, 2552, 1751, 1645, 
1473, 1457, 1439, 1406, 1376, 1280, 1241, 1186, 1138, 1109, 1076, 1028, 987, 
905, 758, 681. 

777^^ MMFAB) m/z : 830 ((M+H)\ 7 U -<*) 

[^M^iJ2 4] 1- (2 - {(2R) - 2- (3, 4-y7 0P7iXW - 4- 
[3, 5-t*X (hU7MD^^) ^>V"-f.^] ^EJl^'J >- 2 -< X5 1 
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)\<) Xfo [(2 S) - 2 - ({[4 - (2 - t Kn+i/lfJU) fcf^U S?>- 1 
#-*f 2-146 2^^^) 

■ mMMl 8 aT#6nfcl - (2-{(2R)-2-(3, 4-^nD7i-;W 

-4- [3, 5 -fx (h«j7Atn^fi) ^>v<;i'] ^i^y >- 2 

IfW^tD [(2S) -2 - (T'P^Jt^) t^'>] -T>^>-1, 4' - 
tf^ij >?> 200mg(0. 243mraol),S.^'4 - hf^U >>>X^ y — ;U 92mg(0. 75mmol) &m 
^TmtMM 1 S b iRI*^RJ«:tff^» SSffifc-S-* 48mg (JK^ : 2 1%) 

/7^MX^ v max cm" 1 (KBr) : 3372, 3068, 2928, 2653, 2552, 1751, 1645, 

1473, 1457, 1439, 1406, 1376, 1280, 1241, 1 186, 1138, 1 109, 1076, 1028, 987, 
905, 758, 681. 

"7 77^^ hJKFAB) m/z : 870 ( (M+H) \ 7'J-#) 

im&m 25] 1- (2 - {(2 R) - 2- (3, 4 -f/£7 □ □ XxXUU) - 4 - 
[ 3 , 5 - tf X (hU7 a ^ ^)V) ^ > V-f )Vl=E)V^) > - 2 '-j )V }Xf 

;i/> xtfo ((2S) -2 - {[« 77*0 tr;i/75 /) T-fe^;n ^-+->}) -r>^ 

>-l, 4'. -tf^'J> 7 > —W&M (M^ik^^m^ 2-134 2MI) 
SIMifil 18 aT»Sftfc 1- (2 - {(2R) -2 - (3, 4-y7D07xXjl/) 

- 4 - [3, 5 - fx ( h u y^a-a*^) ^> i /<;n ^e;i^u >- 2 -<;n 

X^AO X tfa [(2 S) - 2 - C7*D*7t5 1 ;i/) -f 1,4'- 

tT^'J S?> 200mg(0.243mmolK Rt>*2 -7°o lf;i/7S> 64 mL(0. 75mmo I) &m 
SUSfiSJ 1 8 b £TOK:£Jfc£fif^ SIB<b^«J 50mg (JR^ : 24%) 
UTUfc. 

#^MX^ v max cm" 1 (KBr) : 3400, 2931, 2664, 2569, 2423, 1752, 1645, 

1473, 1458, 1439, 1376, 1320',- 1281, "1240, 1207, 1186, 11 39, 1 109, 1098, 1075, 
1129, 905, 707, 681. 

?7X<7 f-JKFAB) m/z : 800 ((M+H)\ 7 U — #:) 
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imiMM2 6] 1- (2 - f(2R) - 2 - (3, 4-i?7 PP7i-JP) -4- 

[3, 5 -ex (hU7;^D^^) ^>y-r;i/] *jp#u >- 2 --on 
;u) xtfn[ (2 s) - 2 - ({[tfx (2 h*>-x^;k) 75;] :* 

3r-» ]<>^>-l, 4' -b°^Uv?> Xi£I?i& 2-140 2 It 

HJS^Jl 8 aTi^fcl- (2 - {(2R) - 2- (3, 4-7i'DD7x^) 

- 4 - [ 3 , 5 - (hu y )v^ru ^>v-r;p] ^e;i^ u >- 2 ;w 
x^;k) 7. [(2S) - 2- (^o^E.T-fe^^) ^-^->] <>^>-i, 4' - 

t! ^ 'J > 200mg(0. 243nimol) , & t: 7 ( 2 - ;* h *r > X ^ )V ) 7S> 
97/x L (0. 75mmol) ^ffi^T^Mi 1 8 b <h [WI+i^Sf&^fTV^ HiE-fb^ 74mg (J|X 
m : 3 2%) $a»ilt#fc. 

h)l v max cm-' (KBr) : 3407, 2931, 2652, 2527, 2424, 1751, 1645, 
1473, 1458, 1440, 1376, 1282, 1240, 1223, 1187, 1164, 1137, 1028, 989, 905, 
757, 707, 681. 

7X7^^ MMFAB) ra/z : 874 ( (M+H) *, 7 'J — #0 

immm2 7] 1- (2 - {(2 10-2-0, 4-y^DD7ii.M -4- 

[3, 5-tfx (h'J7;WD/^) ^>>/<;H ^;i/*u >- 2 --oi/} if 
xtfo {(2s) - 2- [(^j^+y/fiw -r >y>- 1,4'- 

t°^U^> ^ h U ^At^ (^]^^^#>#-^ 2-147 ^- h U >7At) 
[^1M2 7 a] 1- (2 - {(2R) - 2- (3, 4-y^DD7i-M -4 

- [3, 5-t'T; (hU7MD^^I/) ^>V*-1';U'] "EJlsfcV >- 2 Jl} X 
5f;i-) 7tfa [(2S) - 2- (t -7h+yAJH^;M -f 1 , 

4 ' - tr^u v> 

1- (2 - {(2R) - 2- (3, 4 ->*7 DD7x'z - 4- [3, 5 - fcfX 

(hU7;i/tD^^) ^>v*-r;ix] ^e;^ u >- 2 -< x^;u) xtrn [(2 

S) - 2- tFP^y] <>y>-l, 4 ' -t^U-7> 5g(7. 13mmoI) h 5 t 
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K □ 7 7>6mL»::JS»L v 2kJfcT;*J U £A £7, ( h U * 3^ -> U -H/) 75F 
(0. 5mol/L h^X>M) 21mL(10. 5mmol)£ 1 O^ttTlITL-fc. fcfrTl 0 #M 
^^yp^Wffi t -7*5P;H. 5SraL(10. 7mioI) SiJDAfc. MTl 0M#I> 
IClblWIjltfc. jdc&jQ^X^Ufimx^l/Tttffibfc. :T*iJi£:7.K, 

»jg*>"J D7h^'77-f- (»ffl»ffljE:WKX5 t ;l'/n -^*-tr> = 4/l) 

izxmmv^it^m.^s ok* : 5 9%) *#fc. 

'H-tTOIX^^ h;K5.00MHz, CD3OD) (5ppm : 8.34-7.98 (3H, m), 7.78-7.03 
(7H, m), 4.52-4.33 (1H, in), 4. 15-1. 65 (22H, m) , 1.39 (9H, s) . 

h)V v max cm" 1 (KBr) : 2926, 1749, 1646, 1473, 1375, L 280, 1137. 
7X7^^ h;MFAB) m/z : 815 ((M+H)\ 7'J-ft) 

[^M^J2 7b] 1- (2 - {(2R) - 2- (3, 4-y^DD7i —)l>) -4 

- [3, 5 -t*x (FU7j^o^fji/) ^>*/-op] : e;p*u>-2 --on x 

7fa {(2S) - 2- [(#;u#3r~>*^;i/) *^->]} -r>^*>--i, 4' 

- tf 1 1 J V s > 

mmm2 i a-e#e»n^i - (2 - K2R) - 2- (3, 4-^^dd7x^) 
-4- [3, 5-ht. (h'j7;PtD^^) ^>v r 'f^] ^e;i/*u >— 2 --r;w 
x^;u) xfa [(2S) - 2- (t-7h + y*M-iMh^-»] -r>y>- 

1, 4 ' - tf^'J v> 7.5g(9. 19mmol)£tI<ft^l/> 75raL CigflFU 9 0%hU 
yu nffim.fr®m 75mL * 5 #^ttT?$T bfc. MWl\zX 2 R$H0%&&. METi§H 

*J3!EK^- h 'J ^ATKitfc. *JET»**S«*b*IB<b£*J 6. 5g <iR2?s : 9 6%) 

1 H-W.mm.^%7,^i7 h;K500MHz, CD3OD) <5ppra : 8.20-7.90 (3H, m)„ 7.86-7.10 
(7H, m), 4. 55-1. 55 (23H, m) . - 

Sfcfl-flftiR*^ h)V v max cm" 1 (KBr) : 2930, 1726, 1645, 1474, 1376, 1 281. 1 138. 
7 7\7%^^ h-JKFAB) m/z : 759 ((M+H)\ 7'J-#) 
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[H«J2 7c] 1- (2 - {(2R) - 2- (3, 4 - i? i? □ □ 37 oc -AO -4 

- [3, 5 -If* (hU7^D^?JW ^>V-Ol'] ^Jl-zKU >- 2 )V) X 

XhfD {(2S) - 2- 5^10 -f>*~>-l.. 4' 

£SJ£0U2 7 bTtt^n^ 1- (2-{(2R)-2 - (3, 4-zS{7 DD7i-W 

- 4 - [ 3 , 5 - t*7. ( h 'J 7;i/^-n^^;i-) ^>VWA] ^Jl^'J >- 2 --r;u} 
x^A) x fcf o {(2 s) - 2 - [(^A^^v^^A) ^-^v-]} 1,4' 

- tf^'J v'> 300mg(0. 39mmol) £ 1 *I£7jc$Mb:J- h U ^ A7Ki£?T£ 15mL l:i*ML-> I£ 
lifj^ 2 mrtaJU ^fO^t^TKTr^b, Si 7k {jit H U ^AT'^ilfc. M 
JETM£®*L. #e>nfc3M£n --\*1f>cfc DMIILlltete^J !35mgOK 

: 4 4%) UT#fc. 
^-^r^^nix^^ h;K500MHz, CD 3 0D) <5ppm : 8.34-7.98 (3H, m) , 7.79-7.01 
(7H, m), 4.59-4.42 (1H, m) , 4.21-4.05 (2H, m) , 3. 96-2.83 (10H, m) , 2.70-1.60 
(10H, m). 

#^©1K7>^^ h)U umax cm" 1 (KBr) : 2922, 1645, 1615, 1280, 1 138. 

777,^^7 h;KFAB) m/z : 759 ((M+H)\ 7'J-*) 

Ttmftttm. (C 3 oH 33 Cl 2 F 6 N 2 Na0 5 -4H 2 0 tbl) 

SHP«(X) : C: 50. 65, H:4.84, CI : S. 31, F: 13. 35, N:3.28, Na:2.69 
^iPJjfita) : C: 50. 59, H:4. 32, CI : 7. 94, F: 13. 07, N:3.36, Na: 3.63 

JS:^ : [a] D 20 = +43 .4 (c=0. 50, *$J-)V) 

{Wfam 2 8] 1 - ( 2 - { ( 2 R) - 2 - (3 , 4 -W - 4 - 

[3, '5-tix (h'j7;i/tD/^) ^v-ou] ^;p*u>-2 — r;i-} x^p 

Jl/) X t: □ {(2 S) - 2 - [ 2 - (^EJ1/*U > - 4 — ( )V) -.2 - ^ V X h ^ ->] } 
>f >y> - 1 , 4 ' - U > (M^-fk 2-156 4&M±£) 

3£»J 2 7b T**# Ztlfz 1- (2 - { ( 2 R) - 2- (3, A-VO a ay 

- 4 - [3 , 5 - If* ( h D 7 )V*U*?-)V) ^>V< AO ^r^^'J >-2--fM 
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X^;i-) Ato [(2 S) -2 -t))Vfc*i/* h*~>] 4>&>- 1,4' - tf^'J 
300mg(0.39mmol)^±^'fb^5 1 l/> 5mL L^-fb^x;!/ 57/zL(0. 79mmol) 

&£'S3;L, WSnfeajfiSffiib^^U-^ 5mL \zmBl>. fcJfcT^E.U'* 'J > 
103^L(1. 18mmol)*ttl7tfc. MfcT 2 P#lffltfc#8L «Sft<tfftzKTJB*ifc# 

h^77^- (^fcB^^:^b^^I/>/p<^y-^ = 9/l) CTtil, 1 - ( 2 - 
K2R) -2 - (3, 4-^^D07i-^) - 4- [3, 5 - ( h U 7 

□ ^>V-f )V1 ^e;1't)n u > - 2 — r M x^;io xifo {(2s) - 2- [2 
- <^#y >- 4 -2-t+yxh^y]} -r>^>- 1-; 4' -ti^u 

i^>£ 105mg (JR^ : 3 2%) %Tc a 
i^ntl- (2 - {(2R) - 2- (3, 4-y^D0 7x^) -4- [3, 

5-t*7s (h'j7MD^?;i/) ^>y-f;i/] -=e;p*u >- 2 — r ;H x^) x 
tro K2S) -.2- [2- (^e;u^u >- 4 -r 
>^>-l, 4' - fcf^U ^>£x^/-;p 4mL 4 ^ tt 

> 0. 5mL ^JP^fco «JBETiSfflE£S*U ylf JH-fiH:2Mlf; 1 #6 
.nfe^^^^^-y->cfc OH^U fiKBBfl:^ 70ng (JR* : 6 4%) *SMIt 

^-^B^WSX^ h;K500MHz, CD 3 0D) 5 ppra : 8.35-8.00 (3H, m) , 7.85-7.08 
(7H, m), 4.37-1.58 (31H, ra) . 

fcft&LW.Z'*? hJU vmax cm" 1 (KBr) : 2923, 1650, 1437, 1375, .1280, 1138. 

T7,7s^^ b)MFAB) ra/z : 828 ((M+H) + , 7'J-*) 

TcJS^Wffi (C 40 H 42 C1 3 F 6 N 3 0 4 -3H 2 0 tVX) 

tMSEffi(X) : C: 52. 27, H:S. 26, CI : 1 1. 57, F: 12. 40.. N:4.57 
HzPjJfit (5K) : C: 52. 56, H:5.05, CI: 12. 14, F: 12. 67, N:4.70 

m?tm : [a] D " = +52. 2 (c=0.. 50, *9J—)V) 

29] 1- (2 - {(2R) - 2- (3, 4 -z?9 O O 7xHJl/) - 4 - 
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[3, 5-fcfT, (hU7MD^fW ^>V/-f;i/] 2-4 )V) X^P 

JU) 7>hfD [(2S) -2- (2-7S/-2 - ^VlF^v')] -T>^>-1, 
4 ' -^ijy> MI (0»JjjMfc"&«l#^ 2-150 

1- (2 - K2R) - 2- (3, 4-yi7DD7x-M -4 - [3, 5 - t'X 
(h'J7MD/?M sOV4 )V\ ^l^U >- 2 JU) X^)k) Xto [(2 
S) - 2 -#;i/tf^->* h^r->] -f >^*>- 1,4'- tf^D S>> 300mg(0. 39mmol) 
i7> ; £XT7K 2. 5raL &m^~cmMM2 8 <h mmiZ.fcfo%:ft\,K m^\t^m I62mg 

(ilX^ : 5 2%) $S-fe^il<i: UTt#7to 
l H h;K500MHz, CD 3 0D) a ppra : 8. 32-7.98 (3H, m) , 7.87-6.88 
(7H, in), 4.30-1.53 (23H, m) . 

h)V vmax cm" 1 (KBr) : 2928, 1645, 1438, 1376, 1280, 1 137. 
Y7s7^i? MKFAB) m/z : 758 ((M+H)\ 7 U — #0 
7G*#*Hi (C3 6 H3 6 Ct3F 6 N,0,-4H 2 0 tbT) 

tMSfflKX) : C:49.87, H: 5. 11, CI : 12. 27, F: 13. 15, N: 4. 85 
mmm(%) : C:49.84, H:4.81, CI : 14. 91, F:13.70, N:4.83 
MKB. : [a] D 20 = +55 . 5 (c=0. 50, 

[H»J3 0] 1- (2 - {(2R) - 2- (3, 4-y?DD7i-;W -4- 
[3, 5-tfT, (hU7Mo^fJW ^>y-f;i/3 ^EJL'^U >- 2 X? 
;U) ^.t°P {(2S) - 2- [2 - (N, N-y^W = / ) - 2 - ^Vlh^ 

->]} -r>^>-i, 4' -tr^'j^> mmm. m^t^mmn z-i^i mttm.) 

1- (2 - {(2R) - 2- (3, 4-y^OD7xr.Jl/) -4 - [3, 5 - t*X 

(HJ ^i^d*? 1 ^) ^>y-f ;uj ^e^tku >- 2 x^;k> xtfo {[(2 

S) - 2 h^~>]} -f >y>- 1,4'- tT^'J v> 300mg(0. 39mmol) 

t'7^^7S >zki§M 2. 5mL fcJB^THiSfll 2 8 i lRH$K:£j&*fT^ MSB^-B- 
« 166mg 0K*P : 5 1 %) ^Sfe^tlTifc. 

1 H-tt»St#cl»*.' , <£' h;K500MHz, CD 3 0D) <5ppm : 8.34-8.30 (3H, m) , 7.85-7.05 
(7H, m), 4.31-1.58 (29H, m). 
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mW-MT,^? hJU vmax cm-'(KBr) : 2929, 1650, 1439, 1376, 1280, 1137 

TXX^^F^ (FAB) ra/z : 786 ( (M+H) 7 U — AO 

Ttmttffi® (C3 8 H 40 CI 3 F 6 N 3 0 4 -2H I 0 tit) 

fi-MCK) : C:53. 13, H:5. 16, CI: 12. 38, F: 13- 27, N.4.89 
£ftMI(X> : C: 53. 37, H: 5. 75, CI : 13. 39, F: 12. 96, N:4.60 

SEftft : UV 0 ■ +49.1 (c=0. 50, * 9 J - )V) 

[*««3i] 1- (2 - {(2R) - 2- (3, 4-y^PO7i-A0 -4- 

C3, (h'j7Wp^f;i') ^>v-oi'] . ^jfru >- 2 --r;n 

;L0 T.t?D ((2S) -2 - {2 - Ct'X (2 - k Ko^->X^;iO T5/] - 2- 

t^yxh + y}) -r>y>-i, 4' -eius>> -III (^j^-fb-^^^-^ 

2-153 2t£l?4l) 

1 - ( 2 - {(2R) -2- (3, D7i-Jk) -4- [3, 

(h'j7Ma/fji') ^>v*-r;i'] tn-^v >- 2 )u) x?;i/> xea [(2 

S) - 2 h=^~>] -f >^*>- 1., 4 ' - tf^U 300rag(0. 39mmol) 

tyX^7-^75> 113mL(1. 18mmol) £/i§ <^THM#I 2 8 t IWHH^S^ 
mmit&W 87rag (iK^ : 2 5%) £ B&ifcMi £ LTttfeo 

^-^M^^ofT,^^ h;K500MHz, CD 3 0D) 6 ppra : 8.33-8.01 (3H, m), 7. S5-7. 06 
(7H, m), 4.41-1.58 (31H, m) . 

TfctVMT,^? h)V v max cm"' (KBr) : 2683, 1753, 1645, 1439, 1376, 1281, 1136. 

7X7^7 h^KFAB) m/z : 846 ((M+H)*, 7'J-#.) 

7C*#«Hi (C 40 H 45 C1 4 F 6 N,0 6 -4H 2 0 ibT) 

th^M(X) : C:48.45, H:5.39, CI : 14. 30, F: 11. 49, N:4.24 
HM(X) : C:48.51, H:4.99, CI : 15. 23, F: 11. 77, N:4. 28 
: [a] 0 10 = +45.8 (c=0. 50, *9 J—)V) 

[^860»J3 2] 1- (2 - {(2R) - 2- (3, 4-v?7 0D7xxM - 4- 

[3, 5 -ex (hU7Mnyfjw ^>\/-f;n ^;i/*u>-2 — r;n x? 
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)V) XtfD ((2S) -2- { [N — - N - ;* J-)VT 5. J ] 
2-155 l£^t£) 

1- (2 - {(2R) - 2- (3, 4-yi'DD7x — )V) -4 - [3.. 5 - tfX 

(h'j7Ji/^o^f;w ^>y-r;H ^;U7tx>j>-2 — r;^} x^;u) 7st:n [(2 

S) - 2 -#;U^->* h*5>] -f >^>- 1,4'- fcf^U >*> 300rag(0. 39mraol) 
£2- (/fJUS;) 7 — )V 95mL(1. lSmmoD^ffi^T^JiSi^J 2 8 ilMl' 
Hl££fT<^ ^ffifb-g-'-^ 162mg mm : 4 8%) tltifc. 
^-^im^lX^? h)l (500MHz, CD 3 0D) <5ppm : 8.31-7 .99 (3H, m) , 7.88-7.06 
(7H, m), 4.40-1. 55 (30H, m) . 

mftWVLT.^? h;U v max cm" 1 (KBr) : 2928, 1753, 1647, 1473, 1438, 1376, 1280, 
1137. 

7X7.^^ h;KFAB) m/z : 816 ((M+H)\ 7 U — #) ..... 
TCfU^tffffi (C 39 H 41 Cl 2 F 6 N 3 0 5 -4/3HCl-3H 2 0 tit) 
.ffSEfiGO : C:50.95, H:5.30, CI : 12. 85, F: 12. 40, N:4-57 
: C:50. 63, H:5.13, CI : 13. 77, F: 13. 05, N:4_49 
Mltm : [a] D l0 '= +50.3 (c=0. 33, *9 J—)V) 

[*»J3 3] 1- (2 - ((2R) - 2- (3, 4-y^DD7i-W -4- 
[3,. 5-k*X (hU7JWD^fJW ^> 1 /-fM =EJlt^V >- 2 X? 
)V) 7k*D ((2S) - 2- {2- [N — ( 2 - t: H O ^ > J^^-Jl) 757] -2- 
^yih+v})^>^>-l, 4'-tf^'Jy> MI (^^^^-'-^#-^2-154 

1 -• ( 2 - {(2R) - 2- (3, 4-y^DD7i-JW -4- [3, 5 - k*7 

(hU7i^D^f^) ^^/-op] ^e;u^'J>-2 — r ju- > x^;i^) xtro [(2 

S) - 2 -^;U^^r->^ b^v] -f >^*>- 1,4' - bf^U 300mg(0. 39ramol) 
tl^7-^7S> 71 At L (1. ISmmol) £flH>TH;K!itf!l 2 S fci mWJZfcJfc&ft^^ U 
mt-Sm 142mg .(iK^ : 4 3%) £ 0^,11 £ LTftfc. 
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1 H-mmn.^'%7,<^7 h;K500MHz, CD3OD) <5ppm : 8. 33-7. 98 (3H, n), 7. 86-7. OS 
(7H, m), 4.32-1.53 (27H, m) . 

mVWUT.^^ V)V vmax cm" 1 (KBr) : 2928, 1647, 1439, 1376, 1280, 1 137. 
MKFAB) m/z: 802((M+H)*, 7 D — i*) 

Ttmfrffim (C 3S H, 0 C1 3 F 6 N 3 0 5 -3H 2 0 tlT) 

fMfffi(X) : C: 51. 10, H:5.19, C 1 : 1 1 . 91 , F: 12. 76, N:4.70 
ANtt(X) : C: 51. 00. H:4.95, CI : 1 2. 76, F: 13. 00, N:4.72 

m^tm. : [a] D 20 = +58. 4 (c=0. 50, *2 J—)V) 

[Hj5ffi^J3 4] 1- (2- {(2R) -2 - (3, 4-y^DD7i-M -4- 

[3, 5-tfx (h'j7^ta/?;i') ^>vv;n t;i^u>-2 — r;n x^ 

J|/)Xk"Q { ( 2 S ) - 2 - [ 2 - ( tf ^ "J Vy - 1 — f )V) 

<>y>-l, 4' -hf^U> ? > &Wt1M. m^it^mm^r 2-157 ULttjft) 

1 - (2-.((2R) - 2 - (3, D7i'W - 4 - [3 , 5 - t* X 

(h u 7;p^-o^^;u) ^>v/-r;H ;e;m?>j >- 2 --oh x^;io xfn [(2 

S) -2-'tFD^->] <>^>-l, 4' -t:^U> ! > 300rag(0.43mraol) 1 
U5?> H9wL(l. 18mmol) Sffi^T^Hfi^l 2 8 tlRl«l»3KJ«?*fT^> « K -ft <fe 
168mg (JR$S : 5 0%) & BSIfeMi £. LTifc. 

S&fl»!ft v max cm" 1 (KBr) : 3358, 2931, 1720, 1645, 1476, 1376, 1280, 
1139. 

777^^ MMFAB) m/z : 831 ((M+H)\ 

[2UKS01J3 5] 1- (2- {(2 R) - 2- (3, 4-7^0 71-^) - 4- 
[3, '5 -If* ( K U 7JPtD^^) ^>y-f;H t^afrU >- 2 X? 

;P) Xt'D [(2S) -2- (2-th'O + vXh+y)] -f>^>-l, 4 ' - fcf 

^U^> 2-159 i&^i&) 

[SUSflJ 3 5 a] 1 - (2 - {(2 R) - 2 - (3 , 4 - ^£ □ O 7ixW - 4 

- [3, 5-tfX (h^Mo^f^) ^>^<;H >- 2 ;u} X 
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*f-)V) Xt°a [(2S) - 2- (2-th'D^>xh + -»] <>^>-l, 4' - 

xmm 2 7b t» e nfc i - (2 - { ( 2 r ) - 2- (3, 4-^dd7i — ;u) 

-4 - [3, 5 -If 7. (hU7JWP/fJl/) ^>V-T^] =E)Vi$^) y - 2 )V) 

xt°D [(2 s) - 2 -#;t^*->* b*->3 -< y#y- 1 , 4 ' - tf^u 

>?> 3g(3.95mmol) h7tFP77> 30mL tdJg^U tKJ^T^ ^ > - h^t 
H77 ^ia^dmol/L t- b 7 t F □ 7 ^ >*&*£) 5. 9mL (5. 9mmo 1) 2: 1 0 ftfr tfTM 
TUfco 0#8t#«» IStlL- 1 P#MJft#Ufc. ricftlO/t^x^U 

j*khfzo MJ±Ti&i*£I^U # 6 fifciS § y U * 7-'J^ □ "? 7 ^ - (m 

tamm-.mm^jw *?y-jv= 100/2) ^xftiaL^ifB^^^ 2. ig(jR^: 7 1 %) 

1 n--mX&%^ , %7.^i7 K;K500MHz, CD s 0D) Sppm : 8.20-7.90 (3H, m) , 7.82-7.06 
(7H, m), 4.40-1.42 (25H, m) . 

^ffi&JKX^ Y)V vmax cnf'CKBr) : 2924, 1645, 1473, 1375, 1281, 1139. 
T7vX^^7 MKFAB) ih/z : 745 ((M+H) + , 7'J-#) 

[3£Ji50d3 5b] l-(2-{(2R)-2-(3, 4 - u a y -4 

- [3, 5-tfx (h'j7>to^^i/) ^>*/-r;i/| ^e;i-*u >- 2 --r;H x 

Xt:P [(2S) -2- (2 — t FD^yI^'»] -f >^>- 1 , 4' - 

tr^u s>> i&^ifc 

»0!l3 5aT?#f,nfcl- (2- {(2 R) -2 - (3, 4 - 5?* O □ 7 x x;W) 

-4-.C3, 5-fx (MJ ^;i'^-o^^;u) ^> , /-f;u] ^e^^u >- 2 

X^;i/) 7. bin C(2S) -2 - (2— t h'O^yih+v')] -T 1, 4' 

-f^Ui/> 300rag(0.4mmol)^X^ / — ;U 6mL ICjgfr-U 4 v^^+J" > 

o.5mL ^in^.fc 0 M/£Ti§^£^5SL-, ^xf;n-fJi/-C2 isi^#Hb7t. *#<=>n 

fe^M^^^it>=t OHiSi&U ^f2<t1^ 2l5mg (JRJ^ : 6 8%) £ (S^H i: 
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1 H-Wmn.$km7.^2 h;K500MHz, CD 3 0D) <5ppm : 8.31-8.00 (3H, m) , 7.85-7.05 
(7H, m), 4.20-1.50 (25H, m) . 

#^©iRX^i7 h)U vmax cm' 1 (KBr) : 2928, 1645, 1438, 1376, 1280, 1137. 
7^^^^ MKFAB) m/z : 745 ((M+H)\ 7'J-#) 
Ttmftffim (C J6 H J7 CljF t N I 0 4 -2H : 0 tLT) 

fHPtt(X) : C: 52. 92, H:4.93, CI : 13. 02, F: 13. 95, N:3.43 
: C:52.61, H:4.70, CI : 12. 68, F: 14. 22, N:3.48 
Mftg. : Ca] D J0 = +43.3 (c=0. 50, *9J—)V) 

immM3 6"\ 1- (2- {(2R) - 2- (3, 4 - >' ^ □ □ 7 x - )V) -4- 
[3, 5-fc:X (h'J7Mn/fJ|/) ^>\/-r^] ^JU*U>-2 — f )V) X^P 
;p) 7.t!o K2S) - 2 - [2 - (^e./p*U >-4-<;u) x b^->]} -f >^> 

-1, 4' -tf^Ui/> X^^tl. (flU^-ft^toM 2-166. 
ili 3 5 bT#e»nfc 1- (2 - {(2 R) - 2- (3, 4 - 5? P U U7 

-4- [3, 5-tf* (hU7Mo^fjp) ^>y-r;H t;M*u >- 2 --on 

X^) Xt'D [(2S) -2 - (2-kFP + ylh^-»] -f>**>-l, 4' 
-fc^U^> 200rag(0.27ramol)?r^'ft:p<^l/> 4mL fcl»#PU, h'jx^75> 
56AiL(0. 4mmol)^iax., MT^^>X^*-J^o U H 27 u L (0. 35mraol) SrtP;^ 

m.&~s * 3^)17 h75 H 6mL \zmMV> mM7^Mi~ h U O A 34mg(0. 35mraol) , 3 
"^fc^U £A 66rag(0. 35mmol), Rtf ^Jl/jfc >J > 35/iL(0. 35mmol) SJn*. 8 Otl:T 

l/>/^^/-;i/ = 9/l) klT^L-. 1- (2- {(2R) -2- (3, 4-S^D 
□ 7xx;i/) -4- [3, 5-tfT. (hU7MD/^) ^>W;H ^pJfcU 

>-2-<;u} x^;i/) xt!D {(2S) -2- [2- (^e;1/^u >- 4 --r;i/) x 
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h*v']} -f>^>-l, 4' - tT^'J > > 125mg (JR^ : 5 7%) 
#enfcl- (2- H2R) -2- (3, 4-y^OD7inM -4- [3, 

5 -ex (hU7Ji'tD^^) ^>v-f;n ^eji^u >- 2 --oh x^;io x 
tfp {(2S) -2 - [2- (^e;UaKU >- 4 iF + y]) i*>^>-i, 

4' - U ^>M25mg(0. l5mmol)£x^ /— ;i/ 3mL Ki&fl?L<, 4Mfe--&&~?-* 

0.5mL £fll;Jtfc. «EETJSiK*«*b» yifJiH-f ^T2@*»l/fc. 
#Sftfc»iM^*ii->J:DW«IIU «f3l"b-&4& 97rag (<K¥ : 7 4%) £l3£*g 

1 H-^r^m* B SX^^ h;K500MHz, CDjOD) <5 ppm : 8.35-8.01 (3H, m), 7.88-7.08 
(7H, m). 4.29-1.60 (33H, in). 

0W-mW7s^l7 b)l> v max cm" 1 (KBr) : 2927, 2571, 1644, 1439, 1376, 1281, 1 136. 

bJMFAB) m/z : 814 ((M+H)\ 7'J-#) 
TCfU^tfTffi (C«B W C1 4 F,N I 0 4 -4H 1 0 £ LT) 

tH!Lffl(X) :. C:50.06, H:5.57, CI: 14. 78, F: II. 88. N:4. 38 - 
^mmm : C:48. 62, H:5.03, CI : 15. 27, F: 1 1. 61, N:3.48 
: [a] D 20 = +48 . 7 (c=0. 50, ;* ? J — )\>) 

l^kMm 37] 1- (2 - {(2R) - 2- (3, 4 - v 5 7 □ □ 7i-W - 4 - 
[3, 5-tfX (h'J7^a/fJl/) ^>y-f^] ^Hft'J >- 2 --f ;H X^ 
;iO 7t"D {(2 S) - 2- [2 - (tXUy>-l-'fJl') Xh+y]} -f >^*> 

- 1 , 4 ' - u >>> —mm& (m^'it^mm-^ 2-107 2 

1- (2 - {(2R) - 2- (3, 4-^DD7i=;i') - 4 - [3, 5 - t:7s 

< h u 7)V3ru*=F)V) ^>V-f ;H =e;p*»j >- 2 --oh x^jh 7t'D [(2 
S) -2 - (2-kFD + yih + y)] -f>^>-l, 4' -tf^U>?> 
200mg(0.27mniol)£ tf^U v 5 > 40iiL(0.4mmol) ; £ffi ^T^SS^J 3 6 <h|WI#tCSl^ 
<Ht^, Ute-fb-^tJ 32mg (JR^ : 14%) -Sr 1=1 ft nS Ib £: LT#fc. 
1 H-&lfc&#'ft* / *? h;K500MHz, CD 3 0D) 6 ppm : 8.31-8.00 (3H, m) , 7.S8-7.07 
(7H, m), 4.31-1.51 (35H, m) . 
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0^M7,^^7 h)U v max cm" 1 (KBr) : 2943, 2650, 1644, 1439, 1376, 1281, 1137. 
-77 7.^7 bJKFAB) m/z : 812 ( (M+H) \ 7U-#) 

jtrnmm (c 41 h 47 ci 4 f 6 n 3 o 3 -8h 2 o tit) 

ItMOO : C:47.82, H:6. 17, CI : 13. 77, F: 11. 07, N:4.08 
ggfflfittt) : C:48.29, H:5.26, CI : 15. 53, F: 11. 03, N:4.27 
Mftm : [a] D " = +44.0 (c=0.50, 

C^M^J3 8] 1- (2 - {(2R) - 2- (3, 4-v^D07iZJP) -4- 
[3, 5-tfT. (h'J7MD^fJP) ^>V^;H ^EJUaK 'J > — 2 — "f )V) 
JI/) Tsfcfo {(2S) - 2- [2- (N, N-y^WS;) lF + ->]] -f >^ 

>• - i , 4 ' - t°^u s>V (^^b^^n-^ 2-161 zm&tm 

1- (2 - {(2R) - 2- (3, 4-y^DD7i-W - 4- [3, 5 - fcf X 

(hU7j^D/^)io ^>y-r;u] ^i-tku >- 2 --r;u> x^;u) ztfo [(2 

S) - 2- ( 2 - t K n ^ >' x h v) ] -f > ^ > - 1 , 4' - tf^U> ? > 
200mg(0.27mmol)«i:v^^;i'T5 >:&f^ 33mg(0. 4mmol) &m ^T^IfoM 3 6 t m 
miZfcfoZft^. MlS-ft^ 54mg : 2 5%) £ & £ L T#fc 0 

^-^ffim^liX^ h;K500MHz, CD3OD) <5ppm : 8.31-8.00 (3H, m) , 7.87-7.08 
(7H, m), 4.35-1.53 (31H, m) . 

bJU v max cm" 1 (KBr) : 2927, 2654, 1644, 1474, 1376, 1281, 1 137. 
TT^X-^i? MKFAB) m/z : 772 ((M+H)*, 7 »J — AO 

jtmftmm (c 38 h 43 ci 4 f 8 n 3 o 3 -3h 2 o tit) 

ir^teCS) : C:50.73, H:5.49, CI : 15. 76, F: 12. 67, N:4.67 
^mm(%) : C:47.55, H:5.23, CI : 1 6. 68, F: 12. 43, N:4.48 
1&yt&': [a] 0 *°=+50. 5 (c=0. 50, )V) 

C^lM 3 9 ] 1- (2 - {(2R) - 2- (3, 4-7^DD7i-W -4- 

[3. 5 -if (h'j7MD^?.w ^>V<;H ^e;u*u >- 2 )V) x^p 

;U) 7fO ((2 S) - 2 - {2 - [N — (2 -t K P=lF'>X5 L ;i') -N-^fJ!/7 
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ay] ih + ->}) -f >^>- i , 4' - 1:^ u >*> -±&mi& (^*-fb-&%#-# 

2-165 2MS) 

1- (2 - {(2R) - 2- (3, 4-~J>7 UU? -c~)V) -4 - [3, 5 - fcf X 

(hU7MD^^) ^>W;i-] ^;u#u >- 2--f ;H x^AO xko [(2 

S) - 2- (2-tFD^->ih + -»] -f > y > - 1 , 4' - tf ^ U > 
200mg(0.27mmol) <h 2 - (^^A'TS/) X^> — ^ 32 u L (0. 4mmol) *m ^XMm 
WZ 6 tn«teE^*ff^. HfBfb^ 158rag (JRJ$ : 7 0%) £ fi-fe^il £ bT 

1 H-«*l|7^i' h;K500MHz, CD 3 0D) <5ppm : 8.30-8.01 (3H, m), 7.87-7.08 
(7H, m), 4.28-1.54 (32H, n) . 

mft-®LW.7,H7 b)U v max cm' 1 (KBr) : 2928, 2654, 1644, 1473, 1376, 1281, 1138. 

■77.7.^ MKFAB) m/z : 802 ((M+H)\ 7U-#) 

7C*^W«S (C 39 H 45 C1 4 F 6 N 3 0 4 -3H,0 tit) 

ffl-jfffi(X> :. C:50.39, H:5.53, CI : 1 5. 25, F: 12. 26, N:4. 52 
HMOO : C:.50.00, H:5.50, Cl:15.22, Fill. 16, N:4.30 

mytm ■. [a] D M =-+52.3 (c=o. 50, *$;—)v) 

[*i6«4 0] 1- (2 - {(2R) - 2- (3, 4-y^DD7i-W - 4- 

[ 3, 5 -ex (hU7Mo/f.w ^>v/-r;i^] ^e^u >- 2 — r;H x? 

;P) Xtf D ((2 S) - 2- {2 - [N — (2 - k h'D + yX?^) 7S/] X h 
v}) -f>y>-l, 4' -k°^'J> ? > UMI m™{k&V0&& 2-164 

1- (2- {(2R) - 2- (3, 4-^DD7l-M -4 - [3, 5 - k*X 

( h U'^^^-p^?^) ^>vW;H u >- 2 -<f ;n x^;i/) xka [(2 

S ) - 2 - ( 2 - k K a 3r -> x h * *> ) ] <f> y> - 1 , 4 ' - k H "J >- > 
200mg(0.27mmol) ix^y — ;P7S> 24m L (0. 4ramoI) &m 3 6 t.mmz 

Kmzn^. mzit&m 96m g (mm 4 3 %) $s^ti/t#fc. 

'H-M^nflX^ h;K500MHz, CD 3 0D) 5 ppra : 8.30-8.02 (3H, m), 7.87-7.06 
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(7H, m), 4.28-1.50 (29H, m). 

^fl-KiR*^ v max cm' 1 (KBr) : 2930, 2681, 1644, 1439, 1376, 1280, 1 138. 

-?7,XU7 h )V (FAB) m/z : 788 ((M+H) \ 7V—W) 

7C?H##rM (C 38 H„Cl4F 6 N 3 0 4 -4Hj0 ilT) 

ff3¥ffl(X) : C:48.89, H: 5. 51, CI : 1 5. 19, F:12.21, N:4.50 

MM&(%) : C:48.75, H:4.79, CI : 15. 35. F: 12. 20, N:4.57 

mytm. : [a] D '° = +52.5 (c=0.50, *9J—)V) 

IMmmA: 1 ] 1- (2 - |(2R) - 2- (3, 4 - V 7 U D 7 x. ~ )l>) - 4 - 

[3, 5 -if* '(hU7^tp^f;i/) ^>»/-f ;n /e;p^u >- 2 

;p) 7.t:o ((2S) -2 - {2- [fcf* (2 -t Fo^yif^) 7S/] 

v-}) -f>^>-l, 4' -fcf^'Jv>> ~4£»ffi (^J*-fb^«## 2-163 21&1£ 

1- (2 - {(2R) - 2- (3, 4-yi7DD7i-A-) -4- [3, 5-t:X 
(h'J7j^D^^) 'OV'-Ol'] =E)U^\J >- 2 JU} Xtfn [(2 

S) - 2-tFD + y] -f>^*>-l, 4' -tT^Uv ? > 200mg(0. 27mmol) tvl 
^y-^7S> 33wL(0.35raraol) Zm^XZiffiM 3 6 tra*»3S*€ff^, ^fS<b 
^fe 90mg (JRsp : 3 9%) ^afeglilTifc. 

^©JRX^ v max cnf'(KBr) : 3358, 2931, 1720, 1645, 1476, 1376, 1280, 

1139 ; 
~?7>7s^>7 MP (FAB) m/z : 832 ((M+H) + , 7 'J — W) 

tmMm 42] 1- (2 - j(2R) - 2- (3, 4-y^/OD7i-W - 4 - 
[3 , 5 - tfT, ( h 'J 7;U^-D^^>»U) ^PtfU >- 2 -< ;n X^ 

;U).*tTD ((2S) -2- {[({[k'7. (2-kh'D^>I^) 757] #;I^X 

;H 7$;) ^;u^*-;i,] **->}) -r>^>-i, 4' -tr^u> f > its m 

TT.fctsm^ 2-172 111) 

1- (2- {(2R) -2- (3, 4-77DD7HW -4- [3, 5 - tf 7s 
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( h >j 7 )v*u*3-)\r) ^>V< ^eju^u y- 2 -^M x^;w) x tro [(2 

S) - 2-t h'o^y] -f>^>-l, 4' -hf^U> f > 300mg(0. 43mmo 1) 

5mL izmmi-* & ft T N - ( ^7 □ □ t> )V # - )V ) -Y V y 7 t - b 
55/*L(0.64mniol) £ in A . 7k # T 3 0 frM&'&. V X ^ J - )V 7 5 > 
6ljKL(0.64imnol)£ijn*., MT3 O^I^tfc. tiatlL- 1 PtF^lM, 1 «j£ 

^y-;i, = 9/l) i-tiil, 1- (2- {(2R) - 2- (3, 4->?^PO^x 

-.no -4 - [3, 5-fc*7. (hU7WD^fjp) ^>y-f;i'3 *;nfry>-2 

--f;i/} X?^) XtfO [(2 S) - 2 - {[({[bfT. (2- t h'D + ->Xf;W 75 

£ 223mg (1R^ : 6 0%) 

(2- K2R) -2- (3, 4-^DD7i^) -4- [3, 

5-t*x (hU7J^o/fJi') ^>\z-f;p] u >- 2 x^;io x 

t°D [(2S) - 2- {[({[t*7s (2-kFD + <>IfJl/) 75/] X)VS=.)l} 7 
$;) ^;p^x;i/] ^-^r->} -f >^>-l, 4' -t°^Uv ? > 223mg(0. 25mmol) * 
X^ / — ;i/ 4mL 4WLlz.-mM¥Jr*V> 0. 5raL &tiQX.fro ffiJETmm* 

m * b. , v x ; i/ x - ^ \> t 2 m # ? ^ u fc o ?» <=> n fc nt * ^ * -y- > J; o w a u , 

SUE'ftl^&.mmg (iRSfc : 7 7%) $S6ig^i:bT#fc. 

'H-ftlWBX^i' h;K500MHz, CD 3 0D) 6 ppm : 8.33-7.99 (3H, m) , 7.85-7.06 
(7H, m), 5.34-5.20 (1H, m), 4. 15-1.65 (29H, m) . 

hJV v max cnf 1 (KBr) : 3394, 2931, 1764, 1646, 1474, 1376, 1281, 

1138. 

77X^^7 h;KFAB) m/z : 875 ((M+H)\ 

7C5ft##HI (C 40 H 43 C1 3 F 6 N 4 0 7 -4H 2 0 tbt) 

£HM£(X) : C:48.81, H:5.22, CI : 10. SI, F:lt.58, N: 5. 69 
&M&(X) : C:49.02, H:4.92, C 1 : 1 1 . 62, F:11.50, N: 5. 86 

iaETtS : Ca] D 20 = +54 . 3 (c=0. 50, * 9 J — )V) 
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[^JfiflH 3] 1- (2 - {(2R) - 2- (3, 4-v , fOD7i-W -4- 
[3, 5 -If 7, (hU7MD^^) ^>\7-f;i/] ^)U*U>-2 — ( )V] X^ 

xtfo {(2 s) -2- [({[(^UtKU >- 4 A^zH-^] jsy} # 
;U7t?-;u) ^-.^->]} -f>**>-i, 4' -k'^'Jy> («SMt'&'»#-5- 

2-175 

1- (2 - {(2R) - 2- (3, 4-^-7D0 7ir;|.) -4- [3, 5 - fc'X 
( MJ 7)l<3-n *OV4 JV] "EJlfc U > - 2 --f ;W X tfP [(2 

S) - 2-kh'o + y] ^>y>-l, 4' -tr^U>?> 300rag(0.43mmol) 

tfc'J > 56^L(0. 64minol)£m>T$IJ60!l4 2 fc ^-iE-ft^ 240mg 
(W: 6 3%) ^SfiiStLTifc. 

^^SfcJKX^ h;i/ v max cm" 1 (KBr) : 3358, 2931, 1720, 1645, 1476, 1376, 1280, 

1139. 

7X7^7 h)KFAB) nl/z : 857 ((M+H)\ 7*)—W) 
[HM#!I4 4] 1- (2 - {(2R) - 2- (3, 4 - 5? 5 P P 7 x X ;i/) - 4- 

[3, 5-tfx (hU7Mo^fW ^>i/<;u] ^e;i^u>-2 — r;u} x5P 
;u) xfa {(2 s) - 2 -[ ({[ (tf^u i — r;i/) *jH^jH7s;} * 
;i^-;u)^-^r->]]-r >^*>- l , 4 ' - tr^U s» ififtifi(^J*'fk:-&-«»#^ 2-176 
^l£^) 

1- (2- {(2R) - 2- (3, 4-y7nD7i-JP) -4- [3, 5-tfX 

(hU7;^p/^) ^>v-r;H u >- 2 --oh x^;p) xtfp [(2 

S) -2-tFo + y] -f>^'>-l, 4' - fcT^ 'J > ? > 300rag(0. 43mmol) t tf^ 
U v>'64wL(0.64ramol)^fflliT^M^J4 2 £ |igmC£]££?T^>#f2<t'^ 143mg 
(W: 3 8%) ^fifigltbtffc. 
gS^-^^X^^ h;U v max era"' (KBr) : 3358, 2931, 1720, 1645, 1476, 1376, 1280, 
1139. 

h (FAB) m/z : 855 ((M+H)\ 7>J-#) 
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5] 1- (2 - {(2R) - 2- (3, 4-y^D7HW -4- 

[3, s-tf* (hU7Mo^^) ^>v-r;u] ; e;u^u>-2 — r;i-} x? 

Xtfa ((2S) -2- { [ ({ [N — (2 - t: Fn^->X^.)U) 
y] #7l^x;t<} 75/) JjA--#-)U1 ^ ><?>-!, 4' -t°^U^> 

i&^±& 2-174 jfi^jfi) 

1 - ( 2 - {(2 R) - 2 - (3 , 4 - □D7x-;iO - 4 - [3 , 5 - fcfT, 
(hU7^tO/5 1 W ^>VH\>KI ^Pafr'J >- 2 -<;H 3L7)V) XfP [(2 
S) -2-hh'D + ->] -f>5 r >-l, 4' -tf^U> ? > 300mg(0.43ramol) <h 2 - 
(/?^7S7) X^/— Jl/ 52 ju. L(0. 64mmol)$:ffl^TSIJIS01l4 2 £H«K:RJS* 
fr^» «lfB'fb'S-«b 181mg (JR*s : 4 8%) £ afittHi LT#fc. 
'H-^l^^tX^ bJK500MHz, CD 3 0D) d ppm : 8.34-7.98 (3H, m) , 7.84-7.10 
(7H, m), - 5. 34-5. 20 (1H, m) , 4.17-1.64 (28H, in). 

v max cm" 1 (KBr) : 3272, 2930, 1765, 1646, 1475, 1376, 1280, 

1138. 

■77,7.^0 MKFAB) m/z : 845 ((M+H) + , 7'J-#) 
7tm^m (C 39 H 41 C1,F 6 N 4 0 6 -3H 2 0 £ IT) 

ffl-3¥tt(S5) : C:50.04, H:5.06, CI : 1 1. 36. F: 12. 18, N:5.06 
: C: 50. 69, H:4.82, Cl:U.OO, F : 1 1 . 66, N:6.20 

mytm. : [ay° = +55.8 (c=o.5o, *^y — ;io 

[HM^J4 6] 1 - (2 - {(2 R) - 2 - (3, A - is 9 uuy - 4 - 

[3, 5-tiX (hU7;i'tD/5 1 W 'OW-H'] ^£71^ U/> - 2 - -f 71/} X5 1 
71/) X'tf □ ((2 S) - 2- { [ ({ [ N — (2 - k KD=^'>X^7U) 757] #7l/#X 

;n 757) ^;u^x;ix] ^>y>-i, 4' -tr^u>?> ceo 

;^<fb 2-173 tfttttt) 

1- (2 - K2R) - 2- (3, 4-7^DD7i^) -4 - [3, 5 - fcf* 
( h U 7 0*^710 ^>\Z-f7U] ; E7U7jxiJ >- 2 -<7H X^7U) 7s [(2 
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S) -2-tFD+v'] <>y>-l, 4' - h'^ U z?> 300mg(0.43mmol) tx^ 
J— )17 5.> 39ul(0/Ummol)&m^Tm&W4 2 tmUlZfcm&ff^, m$Zfc& 
ife 192mg mm : 5 2%) ^afigSiLTifc. 

^-^M^^RiT,^^ MK500MHZ.. CD 3 0D) 6ppm : 8.31-7.98 (3H, m) , 7.„90-7. 10 
(7H, m), 5.24-5.11 (1H, m) , 4.15-1.65 (25H, m). 

^^©JRX^ bJU v max cm" 1 (KBr) : 3358, 2931, 1720, 1645, 1476, 1376, 1280, 
1139. 

TXX^i' MKFAB) m/z : 831 ((M+H)\ 7'J — ffc) 

TC^B-tJfft (C J8 H 39 C1 3 F 6 N 4 0 6 - 2H 2 0 iUT) 

tMFflS(%) : C:50.48, H:4.79, CI : 11. 76, F: 12. 61, N:6.20 
mmm(%) : C: 50. 69, H:4.82, CI : 1 1. 93. F: 12. 09, N:6.20. 

t&ytM : [a] D 20 = +69 . 3 (c=0. 50, J—)V) 

[3&S60IJ4 7] 1- ( 2 - {(2R) - 2- (3,4-^^0 a y ji~JV) ^ 4 - 

[3, 5-t*x (hU7Mo^^) ^>v r -r;p] ^utfu >- 2 -<;n 
;u) xtfn {(2S) - 2- [({[(^i/xfcu >-4--r;i/) *;u*x;n ts;) * 

2-184 ttttHL) 

1- (2 - {(2R) - 2- (3, 4-y^DD7i-W -4- [3, 5 - t*X 

(hU7MD^^) ^^jku >- 2 — r ;h x^;p) xtfn [(2 

S) -2-th*D*->] -4 4' -tf^U> 7 > 300mg(0. 43n)niol)£m{b 

^^l/>5«L 3!lc?^T^bX;i/*— ;i/-f Vis71 — h 63jtiL(0. 64mmol)£ 

iDAfe. 7kfrT3 0#«m, =E)VfcV> 56AiL(0.64mmoI)?:Jn^., tJO^T 3 0 ft 

-*J:0ff8ftl/, 1- (2 - {(2R) - 2- (3, 4-y^PD7HW -4 

- [3, 5 -if* (hU7j^o^fjw ^>y-r;n =ejv^v >- 2 ->ow x 
xtfo [(2S) -2- ({[(^;ut}nU >-4-^;u-x;i/*x;i/) 75/] 
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ft)Vifs-)V) *3r~»] -f >^>- 1 , 4' - fcf^U v f >€: 2l5mg OR*: 5 6*) 
WStlfcl- (2 - {(2R) - 2- (3, 4-^DD7x^) -4- [3, 

tfo [(2S) - 2- ({[(^e.h^u >- 4 --r ;io 75 7] 

;W ^3P>')] -T>^>-1, 4' - tf^U z?> 215mg(0. 24mmol) £x^ / — ;U 4mL 
CiiL, 4 ^ -^>^*1t > 0. 5mL MEET^^^r©^ L . >'if 

181mg OK* : 8 1%) SafiJSffltbTSt. 

'.H-iai^lX^i' h;K500MHz, CD3OD) (5ppm : 8.31-7.99 (3H, m) , 7.87-7.10 
(7H, m), 5.35-5:25 (1H, m), 4.21-1.68 (28H, m) . 

#^EKiKX^^ hJU v max cm" 1 (KBr) : 2926, 1741, 1645, 1455, 1375, 1281, 1 162. 
TX*^ h;KFAB) m/z : S93. ((M+H)\ 7 'J -fa) 

Ttm^-mm (c 39 h 41 ci 3 f 6 n 4 o 7 s-2h 2 o tvx) 

fHf«<«) : C:48.48, H:4.69, CI : 1 1. 01, F: 11. 80, N:5.80, S: 3.32 
mmmOi) : C:48.U, H:4.66, CI : 1 1. 25,' F: 1 1. 83, N:5.87, S: 3.38 
M^tM : [a3 D 20 - +61-7 (c=0. 50. DMSO) 

«1FH8] 1- (2 - {(2R) - 2- (3, 4-y^DD7i-M -4- 

[3, 5 -tr* ( h u 7Ma^fW ^>y-f;i/] ^i^u >- 2 — r;u} x^ 
*tfo C.C2 S) -2 - ({[(jsy^M-;!') 7 = /] 

-f>^>-l, 4' -tf^Dv^ t&g?t£ (#iJ^'fb-a- / -^#-^ 2-17S j&KtfL) 

1- (2 - f(2R) - 2- (3, 4-^OD7i-W - 4- [3, 5 - k* X 

(h'j7Ma^fW ^>y-fJU] ^tfu >- 2 x^ju) *tfo [(2 

S) -2-tHP^i>] -r>£ r >-l, 4' -t°^Uv*> 300mg(0.43raraol) t7> 
^EXTtK 2.5mLffll/iT*JSM4 7 £ RI«tfcfiJ&£fT^' U&fc&W 70mg OR* : 1 

1 H-^U^^nl7s^-7 h;K500MHz, CD 3 0D) <5 ppm : 8. 35-7. 97 (3H, in), 7.81-7.08 



WO 2005/080385 



118 



PCT/JP20O5/n03545 



(7H, m), 5.48-5.19 (1H, m) , 4.01-1.70 (20H, m) . 

feft-WVLTs'V? Y)\< vmax cm"' (KBr) : 2927, 1644, 1439, 1376, 1280, 1139 

7X7^^ hJMFAB) m/z : 823 ( (M.+H) \ 7'J-ft) 

Ttm^nm. (C 35 H„C1 2 F 6 N 4 0 6 S-1/3HC1-2H 2 0 tit) 

fUMS(») : C:48.22, H:4.43, CI :9. 49, F: 13. 07, N: 6. 43, S : 3. 68 
mMm(%) : C:48. 21, H:4.29, CI : 10. 09, F: 13. 39, N:6.34, S : 3. 58 

mkg. : [a] D zo = +55. 0 (c=0.50, DMSO) 

[^ffi^J4 9] 1- (2 - {(2R) - 2- (3, 4-^D07i^) - 4- 

[3, 5-tfT. (hU7;^D^^) ^>v-r>»w] t^*u>-2 — r;n 

Zk'P [(2S) — 2 — ({ [(N, N-y/W5yXW-Jl') 75/] tt 
2-179 m^m) 

1- (2 - .{(2R) - 2- (3, 4-^DD7i-JI/) -4 - [3, 5 - If* 

(h'j7;i-tq^^) "*>\Ar;H ^-H-^'J >- 2 --r;W xtfn [(2 

S) - 2-tFD=lr->] <>^>-l, 4' - b°^'J *?> 300mg(0.43mmol) <h 
W5>*»« 2.5mL *fflliT^J60U4 7 tra«^S*6*fT^, ^IB-fb^ 
90mg (IR* : 2 5 %) §eM^ttT#fc. 

^-^il^^ofX^^ h;K500MHz, CDjOD) <5ppm : 8.36-7.98 (3H, m) , 7.82-7.10 
(7H, in), 5.35-5.29 (1H, m) , 3.99-1.65 (26H, m) . 

Sfefl-ftJKX^ hfr vmax cm" 1 (KBr) : 2954, 1643, 1473, 1375, 1281, 1138. 

?7X^7 MKFAB) m/z : 85K((M+H) + , 7'J-*) 

7cSS##HS (C 37 H 38 C1 2 F 6 N 4 0 6 S-1/4HC1-H 2 0 i:L-T) 

thJMt(X) : C:50.57, H:4.62, Cl:9.08, F: 12. 97, N:6.38, S : 3. 65 
£Etttt(X) : C:50.45, H:4.43, C 1 : 9. 12, F: 13. 31, N:6.24, S:3.71 

feytk : [a] D 20 = +57 . 8 (c=0. 50, DMSO) 

[^M0!I5O] 1- (2 - |(2R) - 2- (3, 4-^D07i=W -4- 
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[3, 5-fc:7s (h'j7MD^fM ^>VW;H U >- 2 ;H If 

;U) 7t'0 ((2S) -2- {[({[N- -N-/f)P75 

y] *;i/*x;w 75/) #.^x.;h **->}) <>^>-i, 4' - tf ^ u 2^ > 

(tfij^-fb'a- 2-183) 
1- (2 - {(2R) - 2- (3, 4-v^OD7x-;P) - 4- [3, 5 - fcfX 

( h U y)l*n ^>V<;i/] ^I/tfU >- 2 — r .n^ } x^;iO xtfn [(2 

S) -2-tFa+->] -<>y>-l, 4' -tf^'Jv*> 300mg(0.43mniol) £ 2 - 

fr^> aJIB-fb^* 30mg (JR^ : 8%) £ 6&&£H £ LTftfc 

1 H-&«BSl# l *;*' , *£ h;K500MHz, CD 3 0D) <5ppm : 8.35-7.98 (3H, ■), 7.84-7.06 
(7H, m), 5.38-5.23 (1H, in), 3.98-1.70 (27H, m) . 

fcW-®iW7s^9 b)U vmax cm-'(KBr) : 2928, 1642, 1473, 1376, 1281, 1139. 

77,7^^ MKFAB) m/z : 881 ((M+H) + , 7 U— #) 

Ttmttffim (C„H 40 Cl,F 6 N 4 O t S-3H I 0 £LT) 

fUfffitt) : C: 43.78-, H:4.95, Cl:7.58, F: 12. 18, N:5. 99, S:3.43 
IfcHSttOO : C:48.52, H:4.40, CI :7. 81, F:11.81, N:6.22, S:3.21 

Mytm. : [aJ D 20 = +39 . 7 (c=0. 50, DMSO) 

lMMWi5 1] 1- (2 - {(2R) -2 - (3, 4-^^OD7xZW -4- 
.[3, 5-tfT. (hUJMD/W-) ^>V^ )V1 ^EJl/zfr'J >- 2 — C JW X5P 
;!/) ((2S) -2- {[({[N- 757] X;i/*x 

;H 7$y) #;i^x;u] ;*-*->}) <>y>-i, 4* -t?^us?> (4Ri*fl2-&tt 

#-*§ 2-182) 

1 -• (2 - {(2R) - 2- (3, 4-y^OD7i-M -4 - [3, 

( h u y)iJru*^)i) ^>v'-r;i/] *;n*u >- 2 --r;w x^ju) xtr □ E(2 

S) -2-kFP + y] -f>y>-l, 4' -h:^Ui/> 300mg(0. 43mmol) tx^ 
7— ;i/T5> 39 Ai L(0. 64mmol)$ffl^T^^^J4 7 i [51^(3 S^^tT*/^ ^fS-ffc-B- 
^67mg mm : 1 7%) £ £if£li £ LT#fc. 
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l H-WM%^m^^-iP hJK500MHz s CD3OD) Sppm : 8.31-7.97 (3H, m), 7.78-7.03 
(7H, m), 5. 37-5. 20 (1H, m), 3.98-1.68 (24H, m) . 

fcfk&.tDLTsU? h)U vraax cnf'(KBr) : 2927, 1642, 1475, 1376, 1281, 1138. 
h;KFAB) m/z : 867 ((MHO*, 7'J-#) 

Ttmftffim (C 37 H 3S C 1 2 F 6 N 4 0 7 S • 2H 2 0 t IT) 

fhJFffl(%) : C:49.18, H:4. 68, C! : 7. 85, F: 12. 61, N: 6. 20, S:3.55 
&2RHt(X) : C:49. 10, H:4.45, CI : 8. 53, F: 12. 67, N:6.23, S:3. 29 

mytm. : [a] D 20 = +47. 6 (c=0.50, DMSO) 

immms2i 1- (2- K2R) -2- (3, 4-^dd7i-w -4- 
[3, 5-k*x (hU7MD^^) ^>v-f;i/] ^e;u^'J>-2 — nv) x^p 

;W Xt'D ((2S) -2- {[({[a (2-hHo + ->IfJl-) 75/] 

75/) *M-M^->}) < >^>-l, 4* -WJy> (0J 
^fc-&«&#^- 2-181 ^M^M.) 

1- (2-.K2R) -2 - (3, 4-y^DD7x^) -4- [3, 5-t*7 

(h'J7Wn^fji/) ^>*/<;u] >- 2 --r;n x^;u) xtfn [(2 

S) -2-kFD+y] -r>^*>-l, 4' -tf^'J> ? > 300mg(0.43mraol) 

;i/7S> 61^L(0.64mmol)*ffllrJTSfe«fi«ni4 7 tRI«ICSlS*ff^, ^IS-fb 
60mg mm : 16%) ^6MitLT#fc. 
^fl-ftJK*^ hJl" i/max cm-'(KBr) : 3406, 2930, 1733, 1643, 1473, 1376, 1281, 
1139. 

— "7X7^^ hJKFAB) m/z : 911 (flHH)V 7U-#) 

imffiM5 3] l-(2-{(2R)-2-(3, 4-v7 0D7xZW - 4- 

[3, 5' -if* (hU7Wo^?M ^>v/-r;n ^e;u^u>-2 — r/M 
;io 7,t'a {(2S) -2 - [({[(^e/i^'J >- 4 75/} 
#-)i>)j-*i/]}-(>y>-i, 4*-tr^u> ? > («*iis'&«iM 2-187 

«tt) 
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1- (2 - {(2R) - 2- (3, 4 UU7 ^-)\>) -4 - [3, 5 - k*X 

(hU7MD^fjio ov-oui ^.n^u >•- 2 w^-} x?;p) xtro [(2 

S) -2-tFD^>] <>^>-l, 4* -tM'Jy> 300mg(0.43nuuol)£i£fL; 
;* 5P 1/ > 5mL Jk^TN- ( ^ □ □ 7 Hz ^ )V ) -f V *>7t- h 

55mL(0. 64mmol)^JJD^.^o MT 3 0Mm ^-H'* U > 56 a L (0. 64mmol) * 

iSl, 1- (2~{(2R) -2 - (3, 4-y^D0 7i-;i/) -4- [3, 5 

-ex (h'j7;^n^f^) ^ov-ou] u >- 2 x5\>k) xtf 
□ {(2S) -2 - [({[(^&;i^'J >- 4 --r;u) T^-fe^H js/) tui^~)i) 

^•^>-]} -f 1 , 4' -e^'J S>>* 248ag .(JR* : 6 7X) »&. . 

#t>nfcl- (2- {(2R) - 2- (3, 4-y^DD7i-il') -4- [3, 

5 -fx (hU7jWD/fj» ^ov-oio ^e;u^u >- 2 --oh x?^;io x 

fcfo {(2 S) - 2 - [({[(^Jl^'J > - 4 - -f T^L^-M 757) *;i/#x;p) 
^^->]} -<>^>-l, 4' - fcf^D S>> 248mg(0. 29mmol).£X;? J — ;i/ 4mL iZfe 
il, 4^^-^^^^-^r-y-> 0. 5raL ZDUTLfZo MffiT^£M£U v'X^Jl/X 
2 m^UL-fco . #<=>n£:8l^£'\*-t*-><fc OW^Hl-, fclfEfc-S-^ 224mg 
OKI? : 8 4%) $a^Stl/T#L 

^-^ffl^^BSX^^ KJK500MHZ, CD 3 0D) 6 ppm : 8.34-7.79 (3H, m), 7.86-7.11 
(7H, in), 5. 35-5.27 (1H, m) , 4.55-1.66 (30H,.m). 

Bft-mW.*^? b)l vmax cnf'(KBr) : 2932, 1785, 1719, 1644, 1475, 1376, 1281, 
1137. 

7 7sX' / vi' hJKFAB) m/z : 871 ((M+H) *, 

Ttmttffim (C 4I H 44 C1 4 F 6 N 4 0 6 -3H 2 0 iUT) 

: C:49.31, H:5. 05, CI: 14. 20, F: 11- 41, N : 5. 61 
: C:49.21, H:4.91, CI : 14. 76, F: 1 1. 62, N: 5. 64 

faltm : [a],, 20 = +59.4 (c=0. 50, * $ S - )l) 
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[ff|»J5 4] 1- (2 - {(2R) - 2-. (3, 4 - 5? 7 O □ 7 -4- 
[3 .. (K'J7.'I/*D>5 1 W ^>y-f;i'] =EJU3fr U > — 2 — T X5 1 

;U) Xfc?D {(2 S) - 2 - [(75/^.)^-^) -f >?>- 1 , 4 ' - 

tf^Uv> (095jWb'&«»S*§- 2-190 tfil&iK) 

1- (2 - {(2R) - 2- (3, 4-^DD7i-iW - 4- [3, 5 - If 7. 

(hU7Mo/fji/) ^>y-r/n ^;nfru >- 2 — r;n x^a> ^fn [(2 

S) -2-tHD^>] -f>y>-l, 4' -hf^'J>'> 300mg(0. 43mmol) £7> 

^xT7K.imL zm^xmrnms 3 tmmizfcm&n^ mmt^m i34mg (ir^ : 

4 0%) LT#^Co 

#*WKX^ h/U v max cm-' (KBr) : 2928, 1726, 1645, 1438, 1376, 1 281, 1 138. 
77X^7 h/KFAB) m/z : 744 ((M+H)\ !7 U — #0 

[?lMi#iJ5 5] 1- (2 - {(2R) - 2- (3, 4-^DD7xZM -4- 

[3, 5-tfTs (hU7^to^^) ^>V-<;H ^;i/*u >- 2 ju} 

)V) 7. tfn {(2 S) - 2 -[ ({[(tf^'J 1 --f AO T-t:^;k] 75/} # ^ 

3-=^->]} -r >&>- i , 4'-tr^u> ? > 2-iss 

mssm) 

1- (2- {(2R) - 2- (3, 4-7^DD7i-W - 4- [3, 5 - t*7 

(hij7^tD^^) ^>V-f;i'] t^jfry >- 2 -<;w x^;io ^tfo [(2 

S) -2-kh'D + y] <>^>-l, 4' - hf^U v> 300rag(0. 43nunol) <t tf^ 
U v 5 > 64#L(0. 64ramol)^:^^TSIMM 5 3 £ mffi. IZKfo^n^, Uti'ft^m 217mg 
(JR^ : 5 6%) £f3 -feigns LTifc. 
#£f-©iK7^7 h/U v max cm"' (KBr) : 3358, 2931, 1720, 1645. 1476, 1376, 1280, 
1139. 

V7,7^^ MKFAB) m/z : 869 ((M+H)\ 7 U — #0 

5 6 3 1- (2 - {(2R) - 2- (3, 4 - ~J 2 U U 7 a: — )V) - 4- 
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[3, (h'j7^D^f;p) ^>i/-r;i'] ^e;u*'J >- 2 — oh x^ 

* fcTn {(2 S) - 2 - [(2 F + ->lF^-» ;* h*v]} -T >^>- 1 , 
4 ' - fcf^ U V s > (WaMb^*!**^ 2-191) 

1- (2 - |(2R) - 2- (3, jlZDI) -4 - [3, 5 - t?7. 

(hU7;wo/5 1 ji c ) ^<>v^ M ^e^tku >- 2 --r ;w x^jio *tfn [(2 

S) -f>^>-l, 4' -tf^U> ? > 300mg(0.43mniol) £ 2 - 

/hti/Ih + ^f^DU H 73*t.L(0. 64mmol)^:fflliTSIM^J 2 7 a tm&lZ 
£j££fr^, SEffe'&tt HOmg (iRSg : 3 4%) $ fi-fea&il t LTft. 
^M«7x^^h;i/ vmax cm" 1 (KBr) : 2926, 1645, 1472, 1375, 1280, 1137. 
777^^ hA'(FAB) m/z : 789 ((M+H)\ 

[^JEfll 57] 1 - (2 - {(2 R) - 2 - (3, 4 - 4 - 

[3, s-tfx (hU7M°^^) ^>y-f;H ^i^u >- 2 — r ;W x^ 

JU) X If P [(2 S) - 2 - (j* b*->* h^-»] -f >^>- 1 , 4 * - tf^U V 

y m^it^mm^ 2-192) 

1- (2 - {(2R) - 2- (3, 4-> J ^OD7^x;P) - 4- [3, 5 - fcf*. 

( h u 7;u*o^5=-;i/> "*>v/-f;H ^JPafc'J >- 2--f ;w} x en [(2 

S) -2-kFa^y] -Y>^*>-1, 4' -tf^U> ? > 300mg(0. 43mmo 1) t y u 
O * ^ )l< * JUL— 49mL(0. 64mraol) *#HTSMfi0!l 2 7 a tR«t'Rf&*fT ' 
V>> flKfE-fb-S-* 1 2 1 mg (JRSp : 37%) £afi*£H£: lT#fc. 
#^©J|X7>^^ vmax cm" 1 (KBr) : 2928, 1646, 1472, 1375, 1280, 1139. 

7X7^ HJKFAB) m/z : 745 ((M+H)\ 7'J-#) 

[Jf|»!l5 8] 2-[((2S)-l'-{2-[(2R) -4 - [3, 5 - M 
X (hU7Mo'^fJl/) ^>V<;i/] -2- (3, 4-'7^DD7i-JW ^E;i/ 

Tt^u >- 2 --r ;u] x^;h -2, 3-^tHoxtrb c-r>5 :; >-i, 4' - t° 

^U5?>] -2-OV) ^-+->] -N- (4-tFn + y7^) -N-^^JPT 
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4-75/^>-l-t-^ 4.00g (0. 0 4 5mol) S^X^U 1 

/—)l<= 5 : 5 : 1) iZ^om^V, 4-tFP + y7 , fWJPA7S F 
4. 1 6 g(JR*P7 9 %)ZntZom*>ntc4-h: F □ * ->7f;^^A7 5 F 4. 

1 6 g (0 . 0 3 6mol) £ 1 0 mLOliTK^ h ^ k F □ 7 y >lzmM l>^mmi&Wi 0 <C 
"Cit#bfc. SJ&j&^^Kflf ft; U f7A7JP5z7A 1 . 35g (0. 0 3 6mol) 

5ft$^ hU7Al 0 7jcfcJ% 5 . 0 O.g, f h7k Fo77>'4 0 mL£ 1 0 frf&frtf 

tt, ^^W^b, ^fS<b^'^4. 5 l.g («*9 1«) £t#fc. 
^-^B^^nj&X^^ h;K400MHz, CD 3 0D) <?ppm: 3.61 (2H, t,_J=6. 1Hz), 3.02 
(2H, t, 7.7 Hz), 2.70 (3H, s) , 1.81-1.73 (2H, m), 1.65-1.58 (2H, m) . 

tmMM5 8b] 2 - [ ( (2S) -1' - {2 - C (2R) -4- [3, 5- 
t:7s (FU7Mo^fM ^>\Z-f;H - 2- (3, 4-^^DD7i-JW 
;u*U >- 2 --f ;w] x^;H -2, 3-ykFn7ta [<>5*>-i, 4' - 
tr^u > f >] - 2 — r;io a-*^] -n- (4-tFP*'>7?iW -n-^^;i- 

7tF75F 

mm\2 7 b-n-m^ntc I - (2 - K2R) - 2- (3, 4 - y^DD7i-JW 
-4 - [3, 5-t*7> (FU7^t'D/^) ^>^/<;i/] ^JlTtsiJ y- 2 Jl/} 
x^;i/) 7 tf □ [(2 S) - 2 F*->] -f 1 , 4 ' - t!^'J 

-7>3g (3. 9 5mraol) ? 1/ > 1 0 mUcjgfi? b, t+U" l JJl'7 0 7 / f F 

4 0 6 /iL (4. 7 4mmol) ^tn^-fc. v7 ^)l*)l> A 7 S F £ 1 ^jSi'T 

2 0 ^Fa^Jt^b, §Tfe^^-^1f' J )l? 07< 69/iL (1. 9 Smmol) 2JQ*.$ 

6fc 2 oti-mmnvfr. m^Tmm^m^vrcjm^m.<t^^\^y iomL cjg 
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ffi^fzmmZ, ^SE^J 5 8 a-e#e»tlfc4 - (^;i/75/) 37*^ >- 1 
IiIth'Jlf.)L'7 5> 1. 93mL(13. 9mraol) (DUit^^Uy ( 5 mL) 
.^Il:ITl3 0^F B »lfcf, ?Jc. ^fQJt^K-eiii&^U M7K5i5t®?^- N U 

if 7 7 J - (^ttS^ :Smx^;i-/^b^^l/>/^^/-.^= 5/5/0-1) 
K-CHMU 2- [ ( (2S) -1' - {2- [ (2R) -4- [3, 5 - t'X (h 
U7MD^fA') ^>VW;U] -2- (3, 4-yi7QD7i-JW U > 

- 2 — OU] x?^} -2, 3-ykFoxt'D [-f >^>- 1 , 4' -f^Uv 
>] - 2 --T.no ^-^r->] — N — ( 4 — k K U^cz/ZfJ- )V) -N-/^7t h7 
SF^l. 8 9 g 5 7%) 

# £ nfc 2 - [ ( ( 2 S ) - 1 ' - { 2 - [ ( 2 R) - 4 - [ 3 , 5 - if 7 ( h 
U7Md^W OVWJH -2- (3, 4 -v 5 ^ □ U7il-)V) ^)V^ U > 
-2--OI/] X^;H -2, 3-> J tKn7shfO [-T >x>- 1 , 4' -tf^'Jv 
>] -2--OP) -N- (4-tFD*yyfM -N-^^7t h7 

5 OxaimmV, im.l£iMM7kmm.2 OraL T'^m^ff -^rc It^X 

=E)V7 7 7* n -^\^-y->^*PAT51Xb> mtZit&m 1 . 89g 9 6X) 

1 H - mmn^m 7 ^ 7 1- )\> (400MHz, CDCI3) <5ppm : 8.20-7.14 (10H, m) , 
4. 37-1. 53 (34H, : m) . 

mftW&Ts^-? v max cm" 1 (KBr) : 3407, 2930, 1649, 1474, 1439, 1376, 1281, 

1185, - 
1139, 1108 

TX7^7 h;KFAB) m/z : 844 ( (M+H) V 7'J-#) 
jtmftffim. (C 41 H 45 C1 : F G N 3 0 5 -HC1 -H 2 0 tVX) 

stnm(%) : C: 54. 77, H:5.38, CI : 1 1. 83, N:4. 67. 

H$!Mit (%) : C: 54. 92, H:5.47, CI: 11. 59, N:4. 59. 
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immM5 9] 2-[((2S)-l'-{2-[(2R)-4-[3, 5-fcfX (h 

■U7WD/fjw -2 - o, 4->^dd7x-;p) ^;u^g> 

-2-<;i/] x^;W -2, [<>x>-l, 4' -t'^Uv* 

>] -2 — T;U) ;f*>'] - N- (4-tHo + ->7f^) -N-^^l/7th7 

5 k mmt&mm^ 2-418) 

3*lSS$J 5 8 T?«. 6 tlfc 2 - C((2S) -1* - {2- [(2R) -4- [3, 5- 
tfX (hU7Wo^fM ^>1/<JH -2- (3, 4-y^DD7iZ» ^E. 
^iJ/-2--fJH ifJH -2, 3-vtHDXlfo [-f >^>- 1 , 4' - 
fcf^U^>] -2--TA) ^-^v-] — N — (4-th*D*y7fJP) -N-*?;i/ 
7t>7S F 600 mg(0.68 mmol) £imx^;U 50 mL £S*o£t 

m*m?- h U tfAzK&ifc 100 mL, ^fPttTfcTliMtb^ " ^TKflEK^" h U7AT 
ffiEETmM&%&V. *IBfc'&<Kl 575 mg (JRi£: 10 0%) SfifeHft: 

1 H - ^M^L^RiX ^ ^ h ;K400MHz, CDC'l,)' 6 ppm" : 8.10-7.10 (10H, m) , 
4.70-1.20 (34H, m) . 

^*1-©iKX^ v max era -1 (KBr) : 3431, 2928, 1645, 1473, 1440, 1375, 1281, 

1184, 1138, 1097, 1030, 905, 756, 707, 681. 
7X7^^ h )V (FAB) m/z : 844 (M+H)* 
TtmfttfrM. .(C 41 H 45 Cl a F 6 N s 0 5 -0. 5H 2 0 t,bt) 

M-ffffi'(X) : C: 57. 68, H:5.43, CI : 8. 31, F: 13. 35, N:4.92 

HiKS!) : C:57.49, H:5.34, Cl:8.39, F: 13. 73, N:4.85 

intern 6 oj 2 - [((2 s) - 1 * - { 2 - [(2 r) -4 - [3, s-et. (h 
U7Mo/fW ^> , 7-r;i^] -2- (3, A-it? un? x.-)V) ^;u*u> 

-2 — f;U] X^JH - 2, 3-yth*D7tO [<>^>-l, 4' -tf^'Jv' 
>] -2--T;P) ^-^f>] -N- (4-tFn + y7f;P) -N-^f;i/7th7 
5 F 1/2 gt&& (fllJK-fb 2-418 1/2 fiKStt) 

H10!l 5 9 X~'& 5 tltz 2 - C((2S) -1" - { 2 - [ ( 2 R ) - 4- [3, 5- 
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( h 'J 7 )VJru*?-)V) ^^M)V\ -2 - (3, 4-v'^DD7i 
;i/*U >- 2 --f.H'] X?.)H -2, 3 - v^t h*P7,tfP [<>X>-1, 4' - 
tf^Uv 5 ^] -2-<;U) **S'] — N — (4 - fc H a^z/^^-JV) -N-*^)V 
Til h7S F 100 mg(0. 12 mmol) £:X^ / —)V 2 mL tCljgfl?£i±, 3k?frT 4 
30wL(0. 12mmol)£Jn*.fc. *BETJgJS£®*b, «ffi*fc-&*l 104mgOK$S: 9 S %) 

'H-tll* 11 !^^^ h A- (400MHz, CDC1 3 ). <5 ppm : 8.00-7.00 (10H, m), 
4.40-1.40 (34H, m) . 

#*WK7.^? b)V f max cm" 1 (KBr) : 3412, 2932, 2561, 1649, 1474, 1439, 1376, 

1281, 1139, 1029, 905, 758, 681, 620. 

h;KFAB) ni/z : 844 ( (M+H) * , 7'J-ft) 

Ttmttffim (C 41 H 45 Cl 2 F 6 N 3 0 5 - 0. 5H 2 S0 4 -H 2 0 t L-T) 

W-JffflCX) : C: 54. 01, H:5.31, CI : 7. 78, F: 12. 50. N:4.61, S:l.76 
mfflM(%) : C: 53. 54, H:5. 13, Cl:7.94, F : 12. 53^ N:4.51, S: 1. 88 

l$mmG 1 ] 2 - [(( 2 S) - 1 ' - { 2 - [(2 R) - 4 - [ 3, 5 - tf* ( h 
U7J^n^fJl/) ^0 % /^C)Vl -2- (3, 4 - v 7 ^ □ □ 7 aix;!/)-^;!^ U > 
- 2 — f .JU] x^;i/} .-2, 3-y t Fo^lfD [-f>5 f >-l. 4' -tf^'Jv? 
>'] -2 --010 ^-^r->] — N — (4-tFo+>>^) — N — ^^r)V7^L b T 

>H 7 ^;u»te (0a^b'&4&jM 2-418 77jHi) 

mmw 5 9TM»sn/t2 - [((2 s) - 1 ' - {2 - [(2R) - 4- [3, 5 - 

h*7, (F'j7Mo/fM ^>1/<;H -2 - (3, 4-y7no7i-W ^ 
U >- 2 --T71/] -2, 3 — v^t Hn7 fc?D [-T >^>- 1 , 4' - 

tr^u*s?>] -2--r;w) -n- (4-tFD*i/W) -n-*^;u 

T-fe h75 H 100mg(0.12mmol)^X^y-^ 1 mL \zmM2'&*7'?)l'Wt 14mg(0. 12 
mmol) £330*. /Co MflET^$££®5feL, ^fa-ffc^ 114 mg (JR*5 : 10 0%) £6 

1 H-^f^^^niTs^^ h;K400MHz, CD 3 0D) <5 ppm : 8.20-7.30 (6H, m), 7.25-7.10 
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(4H, m), 6.71 (2H. s), 4.45-2.80 (24H, m) , 2.70-1.40 (10H, m). 
mW-mZX^i? b)l- v max cm"' (KBr) : 3407, 2932, 2561, 1710, 1649, 1474, 1439, 
1376, 1281, 1185, 1139, 1029, 983, 905, 757, 681, 648. 
TZT.^ h;MFAB) m/z : 844 ((M+H) + , 7'J-#) 
ytmttffim. (C 4I H. l5 CljF 6 N 3 0 5 -C,H 4 0 4 -H 2 0 tLT) 

ff-JUKX) : C: 55. 22, H:5.25, CI : 7. 24, F: 11. 65, N:4.29 

mmm(%) : C : 55. 1 7, H:5. 14, CI : 7. 42, F:11.56, N:4. 17 

mmm6 21 2 - [((2 s) - 1 • - { 2 - [(2 r) - 4- [3 , 5 - 1* 7. ( h 

ij 7)ljrn ^>V-iJU] -2 - (3, 4-y^oo7i^l') ^E;i^ U > 

-2-<;H X^;W -2, [<>-x>-l, 4' -tf^'Jv? 

>] - 2--i)V) ^-^->] -N- (4-tKo + ->7*f;i/) -N-^Wth7 
5 F L- ( + ) -m&^fcm. (^!l^ft:-S-^#^- 2-418 L - ( + ) ^ jSSl^) 

^JOi^J 5 9T#€>tlfc 2 - [((2 S) - 1 ' - {2 - t(2R) -4 - [3, 5- 
tfx (b l ) 7)U*n *^jl<) ^>V-i)V\ - 2- (3, 4-~>^nD7iz;i/) 
)l-*V >- 2 --f )ll Xf^} - 2, 3-^tFPXtfO H'>5 S >-1, 4' - 

t°^u -:/>:,] -2-<;i/) ^-^r->] - n- (4-kFD+->7'5 1 ;i') -N-*^;i/ 

7th75 h* 100 ng(0. 1.2 mol)SX^/-;H nl L- ( + ) -IE 

Wt 18 mg(0. 12 mmol).«rinx.feo MJETi£^£^3sU IRffift^* 1 18 mg (HX^ : 1 
00%) b-a#7c. 

1 H -^i5M^ B .i^ ^ C V )V (400MHz, CD 3 0D) <5 ppra : 8.20-7.10 (10H, m) , 
4. 50-1.40 (36H, m) . 

mW-W\Z7,^t7 hJl v max cm" 1 (KBr) : 3321, 2932, 2560, 1734, 1648, 1438, 1376, 
1281, 1137, 905, 681. 

hJKFAB) m/z : 844 ((M+H)\ 7>/-#) 
TtMftffim. (C 41 H 45 C1 2 F 6 N 3 0 5 -C 4 H 6 0 G -H,0 tlT) 

.fUffcCi;) : C: 53. 36, H:5.27, CI : 7. 00, F:11.25, N:4.15 

§gSHa(J0 : C: 53. 29, H:5. 14, CI : 7. 36, F:11.04, N:4.03 
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mmm6 3] 2 - [((2 s) - 1 • - { 2 - [(2 r) - 4 - [3, 5 -if* <h 

'J7JU^D^5 : M ^>^;H -2- (3, 4-y^D07i-JW ^&;i/*'J> 
-2-<;U] X^;H -2. 3-yth'DXIfD K >T r >- 1 , 4* -tX'Jy 
>] -2--OU) -N- - N - * 3^'7-fc h 7 

SK 7 K >»tt 2-418 "7 l"f >8fi) 

HHEFll 5 9 T?ft6nfc 2 - [((2S) - l'-{2-[(2R)-4-[3, 5- 
\lX Ch*)7 )l*U*^)\,) ^>V<;i/] - 2- (3,. 4-y^7DD7x^;l-) ^ 

2 x^jw - 2, 3— ^kHpxeo [-r >-x>-.i , 4' - 

tf^g -2--r.nO tf-*^] — N — -n-^;u 

7-t h75 F 200 mg(0. 24 mmol) / — ;i/ 2 mL 7l/-f >@£ 27 

■g(0. 24mmol>£ljn*.&. 8*ffiT»ii*«*b, Wie-flS^* 227 mg (JR* : 1 0 0 %) 
SSfelStti: LTIL 

1 H-#H8ft£;ift;*'<47 h;K400MHz, CD 3 0D) 6 ppm : 8. 20-7. 40 (6H, m) , 7.25-7.10 
(4H, m), 6.26 (2H, s) , 4.45-2.80 (24H, m) , 2.65-1.40 (10H. m) . 
#^8K:JR^^^ v max cm" 1 (KBr) : 3424, 2932, 2574, 1648, 1582, 1476, 1376, 

1281, 1186, 1138, 1029, 905, 865, 757, 707, 681. 

77sX^i7 MKFAB)-.m/z : 844 ((M+H) \ 7 U — #0 

Ttmfrffim. (C 4 ,H4 l Cl 1 F l N l O l -C 4 H 4 0 4 -H l 0 tl/T) 

tf-^-fiS (J5) : C : 5 5 . 22, H:5.25, CI : 7. 24, F : 1 1 . 65, N:4.29 

mmm.<X) : C:54.94, H:5.06, CI : 7. 38, F: 11. 53, N:4. 19 

mmm6 4] - 2- c c (2 s> - 1* - {2- c (2r> - 4- [3, 5-t* 

7. ( MJ 7)ls*n *^;i<) ^>V<;i/] -2- (3, 4-y^DD7i^) 
*U>-2--f;P] I?;!/} -2, 3-^kh*PXtfD [<>7 f >-l, 4' -t° 
^Uv ? >] -2--OU) ^+->] -N- (3-t Hn + v-7Dlf;i/) -N-*^ 
7-th 7 5 K t£@£±& (^ij^'ft:'a#I#-^-2-417 t&l&-tM.) 
[£JE0!l 6 4 a ] 3- (^^;U75/) 7'D/t>-l-t-^ ttURtft 
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4-757 7*OA>- 1 - 2g (0, 0 2 7 raol) £HJSI*iJ 5 8 a £ I^UH 

KJEJ&Sfr^ ^lEft^ 2 . 7 7g 0M8 3%) 

l H-WMn.9<v%j7.'^9 MK500MHz, CD 3 OD) (5 ppm : 3. 70 (2H, t, 5.9 Hz), 3.12 
(2H, t, 7.1 Hz), 2.70 (3H, s), 1.91-1.85 (2H, m) . 

[^lfJ6 4b] 2 - [ ( (2S) -1' - {2 - [ (2R) -4 - [3, 5- 
tfX (h"j7WD^f^) 'OV-OH ^2 - (3, 4-7?DD7rrJH 
)l^'J>-2--f;i/] ifJH -2, 3 Ko* tfn [-f>T f >-l, 4' - 
tf^'J> 5 >] ^"^r->] — N — (3 - t F D^->7°D tf;iO 

»0iJ2 7bTHStlfcl- (2 - {(2 R) - 2 - (3, 4 - W □ D 7 i-JW 

-4- [3, 5-tfx (hU7Mp^fji') ^>v<;wi >- 2 — f ;w 

X^IO Xtf □ [(2 S) - 2 h=lr->] -f >^>- 1 , 4 ' - tf^'J 

v>> 2. 86g (3. 7 6mmol) tSIMfll 6 4 aTffiSnfe 3 - (^WS /) 
ya/1>- 1 ;MMMISJBV*T*i60« 5 8 b £l^«l<DKJ&«:fT^ 2 -[((2 

S) - 1 ' - { 2 - [ (2 R) - 4 - [3, 5 - If*. (F'J 7;M-D*^J10 ^> 

V-OP] -2- (3, 4-> ? ^DD^a:-;u) ^e^jJnU >- 2 -< x^;i-} - 
2, 3-i?kHD7fc!D [-f 1 , 4' -tr^U^>] -2--HI/) ^-^->] 

— N — (3 - t Ko + ->7"0 bf;i/) -N-^?^7th75Hl. 62g (JR^ : 
5 2 %) Sftfc. 

2- [ ( (2S) -1' - {2 - C (2R) - 4- [3, 5 - EX (h 

"J y)V^ru ^>\M )V\ -2- (3, 4 - v 5 ^ □ o y x -;i/) t;i/^U> 

- 2 - < ;u] x^;p} - 2 , 3-^tHoxtfD[-f >x>- 1,4' - tf^u i> 

>] -'2--f;U) -N- (3 - 1 FD*5'7 , Di;jW -N-^f^7th 

75 H 1 g (1. 2mmol) £^JS#J 5 8 b £H«©&&*fTl^ «IB*t£% 9 5 6 
mg (iR^9 2%) £a-6B#"T?#fc. 

1 H - ^M^,^ B B 7. ^ ^ h ;U (400MHz, CDC 1 3 ) 5 ppm : 8.10-7.12 (10H, ra), 
4.45-1.64 (32H, m) . 
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^*1-©IKX^^ h)l v max cm" 1 (KBr) : 3384.. 2927, 1649.. 1474, 1439, 1376, 1282, 
1185, 1139, 1 109 

777^^ b Jls (FAB) m/z : 830 ((M+H)\ y U -#0 
7G*#*Hi CC^iCIjFjNA-HCI^HjO t LT) 

fUfffltt) : C: 53. 19, H:5.36, CI : 1 1. 78. N:4.65. 

HzftllKSQ : C: 52. 54, H:5.04, CI : 11- 27. N:4.43. 

[HIM 6 5 ] 2 - [ ( (2S) -1' - (2 - [ (2R) -4 - [3, 5 - M 
X (hU7^^D^f;i') ^>V'-f -2- (3, 4-y^DD7i-JW ^EJU 
*'J >- 2 - -f X^;H -2, 3 - vt h'DXhfP k>'f>-l, 4' -If 
1'Jy>] -2 r;U) *3r^] — N — [2- (2-fcFD^>lh^» 

[HM{5iJ6 5 a] 2- [2- (/W$y) xh^~>] 

2 - (2 - 75yih + -» X^/-^2 g ( 0 . 0 19 mol) £*1I«J 5 S a 
tlpl^fCj^f^^rtT^, «Eft^« 1 . 99g 67%) £#Jt. 

»H K>K500MHz, CD 3 0D) <5ppm : 3. 75-3. 70 (4H, m) , 3.60 (2H, 
t, J=4.4), 3.22 (2H, t, J=4.9Hz), 2.73 (3H, s). 

5 b] 2 - [ ( (2S) -1' - {2 - [ (2R) -4- [3, 5- 
fcfT. (h^jl/tD^?^) ^>V<^] - 2- (3, 4-y^OD7i-W ^ 

;i<*u >- 2 --r;H x^;H - 2 , 3 - s j\l hdt> if p >^>- 1 , 4'- 

kf^Uv>3 -2--OI0 ^-^v-] — N — [2- + + X 

mmmz 7 b-pusnfc 1- (2 - {(2 r> - 2- o, 4 -s^od7xx;io 
- 4 - [3, 5 - (hu y)i>*u ^E^TtN u >- 2 

X?J1/) 7>tf u [(2 S) -2 -#;ni^>* 1,4* -b'^'J 

>*> 1 0 0 mg (0. 13 6mmol) <hHM^J6 5 aT#e>n7c2 - [2 - (^9^ 
;U7 3/) X h^v-] X^y— ;ktg^mi 0 6m g (0. 6 7 Smraol) £JS^T|*I 
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mm 5 s b iimm<DKfo&?f 2- [ ( (2 s) -1 '.- {2- [ (2r> -4 

- [3, (h V 7)l*P ^^A) ^>7<Jl'] -2- (3, 4-i^DO 
:7x-^) ^E.Jl^'J >- 2 --f )V\ JL'-i-M -2, S-^tHD^hfa [-f >x> 

-1, 4' -tr^u^>] -2--r;i/) -n- [2- (2-tFo + -> 

iF^y) X^;i-3 -N-^Wth75h'68. 2mg ORSp : 58%) 

#^nt2- [((2S) -1' - {2 - [ (2R) -4- [3, 5-t*X (h 
ij ^>V-f;H - 2- (3, 4 -v^ o D 7i^JW ; E;UaKU > 

- 2 -< ;U] X^W -2, 3-ykFn7lfD >^>- 1 , 4* -tf^Dv? 
>] -2-<;P) ^-=^~>] — N — [2- + X^;i/] - 
N-^^Jl/7tb75 F6 8. 2mg (0. 0 7 9 mmol) SrKb 5=- U > 5 mL i£ 
iL« 4 ^a^m^v^-^-y->^^0 . 2 mL ii&Tbfco iETM§^U> tl^n 
^7*^7 7*X£n -^\^it>?riJDAT5libllfB'fb'&#)6 3. 6 m g (i&2£ 8 
9%) £rSfeS#:chb-a#7Co 

1 H - mmm,&mx ^ ^ H ;M400MHz, CD s 0D) <5ppm : 8.07-7.14 (10H, ra) , 
4.46-2. 1 6 (34H, m) . 

mW-m«iZX^£7 h)V v max cm" 1 (KBr) : 3384, 2927, 1650, 1474, 1439, 1376, 1282, 
1185, 1137 

777^7 H7MFAB) m/z : 860 ((M+H)\ 7 U — AO 

[HM^J 6 6] 3 - (1- {[((25) - 1 ' - {2- [(27?) -4- [3, 5 
-h:7> (h^MD^JP) ^>\AO!/] -2 - (3, 4->*70D7i-M 

^e;1/*u >- 2 --r;n x^;m -2, 3 Fax tfa [<>^>- i, 4' 

— MI (MTKit&Wm^ 2-583 ±&S£iI) 
[^U2i#!J 6 6 a ] 3 - U. > T >- 4 -•<;k7 p OA'>- 1 ;P 3ftB&tft 
4 - tf' J y>7°D/V — ;P 1.00g(7. 29 mmol)£ 3^^ *S&#iS?£fc*&fl¥L» ^ 
<fbfi& 2 06 mg £2jD*.> m'JBETK^^IimT, 1 2 BfP^Mtf 1 L Zto 
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'H-^l^^l^^^ K>K400MHz, CD3OD) <5ppm : 6.45 (2H, t, J=6.5 Hz), 
3.42-3.33 (2H, m) , 2.96 (3H, brt, J=12.5 Hz), 1.96 (2H, brd, J = l 3. 7 Hz), 
1.. 68-1. 50 (3H, ra), 1.44-1.30 (4H, m) . 

95^ffi£JK7,^ h)l- vmax cnf'(KBr) : 3440, 2945, 2851, 2802, 26S7, 2625, 2493, 
1585, 1453, 1391, 1102, 1042, 978, 956, 592, 514. 
h ;KFAB) m/z : 143 (M + - , 7 U — #) 

[§H££#iJ6 6 b] 3 - (1- {[((2 S) -1 ' - (2 - 1(2 R) - 4- [3, 
5-t:7. (hU7^o^fJP) ^>V-f;i/] - 2- (3, 4-^Dn7i-M 

u >- 2 --r;i-] x^;w -2, [<>x>-i, 4' 

-tfSU^>] -2 --OP) ^-^>-Tir^;p] tf^'J v 5 ^- 4 --f ;W 7*0/0- 
1 — ^" — ;u ±&!S&^ 

^>5S^J2 7 bTWSftfc 1— (2— { ( 2 R ) — 2 — (3, 4-^D07i-M 

-4- [3, 5-t*7> (hU7j^n^^) ^>y^;u] ^e;u*u >- 2 --r ;m 

X^;iO *fcTO [(2S) -2-t))VX*r>>*h*i/] -i>?>-l. 4' -t°^U 
V> 2.02g (2.67mmol) , N - ^ ^l^JU* 'J > 881 n L (8. 02 mmol) *tfi<b.S 5^ 1/ > 
40mL tdjgffP tK^M#T, £ □ D^lXf;!/ 263 ^L(2. 94 mmol) £*n*., 15^ 

p^Jt^b^. Rj^?§^^^ij^J6 6 b-e#e»nfe 3-e^u ^>-4-f ;^:7 0 ^A•>-l- 
;<i--;^ 720mg(4.01mmol)^7lc^T{CTJJD^.fe. Mf~T 1 ^mUW^ S^X^^ 

tf^-yj- mmmm-.mm^^j^/^^ y -)^=ss/n) izxmmv, 3- a- 

([((2 5) -1 * - {2 - [(2 R) - 4- [3, 5 - t*7> ( MJ ^^^D^^JU) 

^> - 2- (3, 4 □ D7i^) ^EJi/^'j > - 2 - -f ;n x^;i-} 

-2, 3--7tHo7to [<>x>-i. 4' -tf^u> ? >] -2--r;io 
yjtf^ tf^u s*>- 4 --r )V] ~?ut\>- 1 ;w 1. 82g 
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f*Stlfc3- (1- {[((2 5) -1 {2- [(2R) -4- [3, 5 - 

( h U -7)V*u*?-)\,) ^>VW;U] - 2- (3, 4-yi?DD7iiW 

U>-2--r;u] x^;M -2, 3 - v=t Fdx tio [-r >^-'>- l , 4' -t°^ 

Ui^>] -2-<;i/) ^-^v-THz^^'] fcf^l) 4 -f ;W 7°Dn>-l-t 

-;i^^^x^;U 40raL ^^^|L, 4 81^ > 1 J OOraL ^Ua^Tz. SEE 
T*M£g*U 30mL ©n-^.^1t>-^^X5 1 A- (1 : 1) ZmfLTmiVfc. 

•tt ^n^^t^b^^i^-^ offitRi/, «c-fb^* i.98g mm-. 

11%) feifiH#:tUT«fc". 

'H-Sia^ift^^^ h;K400MHz, CD 3 0D) 5 ppra : 8. 14 (1H, brs), 7,98 (2H, 

brs), 7.62 (1H, brs), 7.70-7.45 (2H. m) , 7.27-7.10 (4H, m) , 4.45-0.85 (38H, 
m) . 

#*MRJRX^ v max cm" 1 (KBr) : 3422, 2931, 2861, 2555, 1647, 1473, 1457, 

1440,1376, 1280, 1242, 1185, 1166, 1139, 1110, 1029, 904, 758, 681. 

7X7^7 f-JKFAB) m/z : 884 ((M+H)\ 7'J-*)' 

7C3it##rffi (C 44 H S0 Cl 3 F 6 N 3 O 5 -0. 5H 2 0 b. L "C) 

fhJSffi(X) : C : 56. 81, H:5.53, CI : 1 1. 43, F: 12, 25, N:4.52 

^tMffi(X) : C: 56.78, H:5.80, CI : 11. 37. F: 12. 22, N:4.36 

C*M^J67] 2- (4- { [ ( (2S) -1* - {2- [ (2R) -4- [3, 

5 - trx ( k u ~7 )V*u *^)\,) ^>v*-r;H -2- (3, 4-y^DD7i-;w 

^)Vt^)) >-2.— . X^;M -2, [<>7 ; >-l, 4' 

-tf^Uv ? >] — 2--r;io 3-*~>] 7±9-)U} \*i?v>- 1-4 )V) x^y 
nmmz 1 bT?#e>n/t 1- (2 - {(2 r> - 2- 0, 4-770071-^ 

-4- [3, 5 - tfx (hU7^o^f;p) ^>V-r;i-] ^;i/3jxU >- 2 --f;w 
x^;i/) x tra [(2S) - 2 -^u^^y h*->] < >^>- 1 , 4 • - e^y 

v>120mg (0. 1 5 8mmol) ^m.<t^^U> 5mUzmMls. **-W)V>7 U 
v< H 2 7 ( O . 3 1 6mmol) i> * =?)Vfo)V A7 5 F£ lSSJJD*., £ 
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mzxi mmmwis. m&Tmm^^^vr^mm^mt^^u> . 5mL \zmmv 

2L^)\'/-!&fc*3 L U>/*?y — )\s=5s'5/0~2) iZXmmi-. 2- (4- 
{ [( (2S) -1' - {2 - [ (2R) - 4 - [3, ( MJ 7^^P^ 

^>7-f;U] -2- (3, 4-y^DD7xZ ; ll.-) t^^ij > - 2 —f ;n 
X^;i/} -2, 3-yhKD7,k'd K 1, 4' -tf^'Jv>] - 2 

;10 sJ-^v] T-fe^;i/} tf^^> 5 >- 1 I^y-J^60mg OK3§4 

4%) 

#^n^2- [ ( (2S) -1' - {2 - [ (2R) -4 - [3, (h 
U7Jl/tO^^) ^<>V-r;l-] - 2- (3, 4-y^DD7iZM »J > 

-2--f;i'] Xf.)H -2, 3-yth'D^kD [-f >5 :f >- 1 , 4' -tr^U>* 
>] -2 — f;U) --N- (4-tFn + y7fJW -N-*^;i/7-fe h7 

5 K5r^b^^l^> 5mL *gfl?L, 4Mlt-7t+1t>M0. 2«iLiTl,fc. i 

'#j5 0mg (JRSp:8 0%) Sfifil#tbT»fc. 

'H-tl^ni^^^ h;K400MHz, CDC1 3 ) <5 pp m : 8.28-7.95 (3H, in), 7.70-7.15 
(7H, in), 4.65-1.66 (35H, m) . 

0ft&$LX1t7 h)P v max cm" 1 (KBr) : 3342, 2927, 2578, 1649, 1473, 1439, 1376, 
1282, 1 1 39 

h;MFAB) m/z : 871 ((M+H)*, 7U-#) 
5c3fc#|lrffi (C 42 H 46 Cl 2 F 6 N 4 O s -2HCl-H 2 0 ill) 
Iffl(K) : C:52.40, H:5.24, N:5.82. 
OS) : C:52.54, H:5.04, N:5.43. 

[£J£0!I6 8] 3 - ( (2R) -1- { [ ( (2S) -1* - {2 - [ (2R) 
-4- [3, 5-fcf* (hU7;^0^^) ^> 4 /<^] - 2- (3, 4-5?.* 
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□ □7x-;t0 ^EJU^ V > - 2 --T./U] X^;W -2, [-f > 

T>-1, 4' -tf^Uv ? >] —2 — f .JU) T-t^Jl) t°P'J> , >-2 

[^lfJ6 8a] ^>~J)V (2R) -2 - (th'n + ^^fW t°D'J->*>- 

i -*;M**5'i/- h 

(2R) - tfO'J~/>-2 — f^^^y— ;i'2 g ( 0 . 0 19 8mol) ^itxf 
;U2 OmL U 7K2 0 mL^jQAjft^Lfc. ■=& ZL ^^ffiTK*^" h U >> A 3 . 3g 

(0. 3 Omol) ZUUTL 5frfflmW&* ^>i?')l2 U P*;U^ — h 4 . 2 4 mL (0. 
0 3mol) ffiTL, 5 n#^i»Lfc. fmx^;i/H £^7]cS5ft^ I s 'J fATftHl 

*H-mm%9ki%*^2 MM500MHz, CDCI 3 ) 6 ppm : 7. 55-7.28 (5H, m) , 5.16 (2H, 
s), 4.12-3.90 (IH. br), 3.83-3.33 (4H, m) , 2.19-1.51 (4H. m) . 

[*li6 8 b] ^>i?)V (2R) - 2 - ftJUS. )V \d U U =J> - 1 - 1> -> 
V- h 

inj&tfy 6 8 ati ^>nr^^>^)v (2R) - 2- (tFa^v-^^^) trou 

z?>- 1 -#;^3=- l/— M g (4. 2 5imol) ^^<b^^I/> 1 5mLfC^?L. 
^TI#tfc. t^^Des s-Mart in^l3-i;t>l. 98 g (4. 
6 8iioD- SJOA, 2H#Raj&#Lfc. figfr&K**:*- MJ AzkjgFifc, Rtf^BS 
K^- h U ^A7fc»S£ (2eq. ) £*n;L 3 0 #Mffi# Ufclfe* Mfc * 7" U > 7? 3 HI 

[^ 'fll 6 8 c ] ^>>?;i/ (2R) - 2- (3-Xh^->-3-^yypy 
- l -x-.Jl/) tfa u : 1 h 

h U X^JI/^X/K y T-k^"— h 9 2 9 AiL ( 4 . 6 8 mmol) £^b^bFn:7^> 

1 5miizmmL. mmmmm.T- 5 ovT-m&isfe&z. 1. 6m n-^u 
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Kfommzm&m 6 s bx'&zntc<>zS)i (2R) - 2 -*;i<5;i<-t:D u s j>- 

l-Ail/*>iOfh7k'Fn77>gIl 0mL£ 5 #P^riHtTTi§iT l^ ^(DWi'M 

?n^-e#?au s mmm&^rc* ^mm^^m^mm^n^smmtnL-, mm 

1/5) KT^ML, ^iS-ft^^ (E) . (Z) #:©?M<&^T" 1 . 13g CK^S 

s 8 %) nfro 

[*JS0iJ6 8d] ^>v ? ;l- (2R) - 2- [ (IE) -3~t Fo^y7' d Zf 
-1-X~;U] tf □ U > f >- 1 -tDVTS^risU— h 

^fii^J 6 8 c -tr#e.n^^>^;i/ (2R) - 2- (3-Xh^y-3~^V 
7'D7'- 1 -x— .'I/) tfD'Jy>-l-*J^ + yl/-h 2 8 3mg (0. 9 33 
mmol) £5=- h7 k F □ 7 y > 5 mLt^^?b. tili^T- 7 8 ^TrM^ b <=> 
1. 0 1 M7l<^-fb>M V7^)U7 )l-5.— "^A 1- ^X >ig*£ 1 . S5mL(l. 87 

mmol) z bfrmfrVTffiTistzo lmmwtwm. »^ist, zk£ uis-ro^ 

7J^r;i/*5A^ d-V - (^tB^<^ : mm.^)V/^^r>= 1 / 1 ) \Z 

xmrnv* m^t^m* 1 3 5 m g (jr^ 55%) -ft 

(E) #: 

^H-M^^iX^ h;K400MHz, CDCl 3 ) <5 ppm : 7.49-7.25 (5H, m) , 5.80-5.55 
(2H, m), 5.26-5.00 (2H; m) , 4.50-4.30 (1H, m) , 4.19-3.88 (2H, m), 3.52-3.34 
(2H, m), 2. 1 1-1. 67 (4H, m) . 
(Z) # 

l H-m&%2i*Mi^^Z b;i<(400MHz, CDCl 3 ) 6 ppm : 7. 64-7.25 (5H, m) , 5.89-5.82 
(1H, m), 5.39 (2H, t, J=10.5Hz), 5.16-5.08 (2H, dd, J=32.0, 12.5 Hz), 4.86 
(1H, m), 4.53-4.48 (1H, dd, J = 12. 3, 8. 8 Hz) , 3.94-3.90 (1H, m) , 3.59-3.30 (2H, 
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n), 2. 14-1. 52 (4H, m) . 
ClUlitfiJ 6 S e J 3- [ (2R) - tT □ U S?>- 2 7"d/\'>-1-^- 
*M^J6 S d-em*>tltc^>i?)\' (2R) - 2- C (IE) -3-kFo^y 

-fuzf- 1 -x-;H trou 1 -#;u#^v-u- h y 5 mLKigfl? 

^-J&iB&K&WX^ h;K500MHz, CD 3 0D) <5 ppm : 3.61 (2H, t), 3T44-3. 51 (1H, 
m), 2.27-2.21 (35H, m), 2.12-1.99 (2H, in), 1.84-1.76 (2H, in), 1.69-1.60 (3H, 
in). 

mmme s f ] 3 - ( (2 r) - 1 - { c ( (2 s) - 1 * - { 2 - e (2 r) 

-4- [3, 5-tfx ( h 'J 7 )V3rn ^zFju) ^>y-f;H - 2- (3, 4->^ 
□ D7I-JH ^UtJnU >- 2 --f ;H - 2, 3-yth*D71fo [-f > 

x>-l, 4' -tf^Dv^] -2 — fJU) 7±.^)V) tfn«J^>-2 

$kMm2 7 b-e^t.tife 1- (2 - {(2 R) - 2- (3 , 4->^ n ny^-jv) 
-4- [3, (b'j.7)vta/^) ^>y-r;u] *-;nfcu >- 2 

x^jp) xfo [( 2 s) - 2 -#;p#3r:>* h^r->3 -r >^>- 1,4'- tr^u 

>>> 2 0 0mg (0. 2 6 3mmol) b.MMM 6 8 e Ti# 3 - [ (2R) - 

en u > 5 >- 2 --on 7°o/\°>- 1 ;u^^m*ffl^T^iS^j 58b 

WJE/ft'^T^ 3- ( (2R) -1- { [ ( (2S) -1' - {2 - [ (2R) - 

4- [3, (h'j7;WD/^i/) ^>vW;p] - 2- (3, 4-^0 

D7i-iH ^EJl/TtN U >- 2 X^JM -2, 3-^hh'OTxtfO [Ox 

>-i, 4* -tf^u^>] -2 — r;io ^-^~>] T-t^A-} fcTnU^>-2- 

-f )V) -funy- 1 1 0 2mg : 4 4%) Srfffco 



WO 2005/080385 



139 



PCT/JP2005/003545 



m^ntz 2 - [ ( (2S) -1' - {2 - [ (2R) - 4- [3, 5 - tfX (h 

■j y )\<3ru i>V-i >] - 2- (3, 4-^on7i-;W ; &;u^U> 

-2--T;U] JL^-M -2, 3-ytFD7fD K>7-'>-l, 4' -tf^Uv* 
>] -2-<;U) — N — (3-hFo + y7Df^) -N-*^;k7-feh 

75 Fig (1. 2ramol) £ ^JS^ll 5 S b t |WJ#<D#liI£fT^ HfS^-B^ 9 8 m 
g (1R^9 3%) £Ea-fe@ffclr#fc 0 

1 H - ^a^,*ni7; ^ ^ h A- (400MHz, CDCl 3 ) <5ppm : 8.15-7.14 (10H, m) , 
4. 36-1.35 (36H, m) . 

^©JRT.^ MI/ v max cm"' (KBr) : 3401, 2931, 2559, 1646, 1281, 1 185, 1 139. 
TXX^ h;KFAB) m/z : 870 ( (M+H) 7'J-#) 
Ttm-frffim (C 43 H 47 C1 2 F 6 N 3 0 5 -HC1 tVX) 

tfJPffi(X) : C: 55- 44, H:5.27, N:4.51. 

mmm(%) : C : 55. 17, H:5.43, N:4.47. 

[|HMF!l69] 2- (1- {[((2S) -1' - {2- [(2R) -4- [3, 5 
-b*X (hU7MD^f^) ^>V-r.JP] -2 - (3, 4-^^oo7i^) 

^e;hku >- 2 --r;u] x3=-ji>> -2, 3-vkKoxtfa >-^>- 1 , 4' 
-txijy>] -2--r;i') 3-^->] Tiz5^;n tr^u s*>- 4 — r;i-) x^y- 
;u wis Mmk&mtt 2-582 

£&S£0S2 7 h-£'%t>tltzl - (2 - {(2 R) - 2- (3, 4-^^OD7i-^) 

-4 - [3, 5 -if * (h'j7;^D^^) ^>y<;i'] >- 2 — on 

x^;U) *fc!n [(2S) - 2 -*;U^^->^- b*~>]-^ 1 , 4' -fcT^'J 

i?> 200 mg(0.26 mraol) £^-fbX 9=" 1/ > 4 ■L'CttffSUr, 54cftTt&4b^+HJ ;U 
46 m L (0. 5.3 mmol)*Jjn*.fc. v^fJ^Jl'ATS F£lSf*D*.. 3 0 

LJt. «£ETj§«t*S*b, ^enfcSaE&ffift*^!^ 4mL KJgfilU MT4 
- hf^'J f/>x^y— ;U 68 mg (0.53 mmol), h "Jx^^TS > 110mL(0.79 mmol) 
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#6tlfe2- (1- {[((2S) -1' - {2- [(2R) -4- [3, 5 - tr* 

(HU7JPtO/fJP) ^<>W;i'] -2 - (3, 4 — □ O 7 x.ZL)V) ^jl<* 

U>-2--f;U] X^Jl/} -2, [<>7 r >-l, 4 ' - t° ^ 

u^>] - 2 - -r;i/) 5*-^^] T-te^;w tf^u s?>- 4 --r;io x^/— 

HfJl' 20 mL b> l&JtM! 50 mL, ISfnftt67K7?Ml^iJfe#b. &7fcfiM& 

* h 'J ? A U «EET*«E*«5!gbfc. ft 6 nfc^&£^*-tJ- U 

•BAS^Ife 129 mg (iRl^ : 54%) £ a&Sft: t Hffft. 

1 H-mW.m.l$mx^t7 h)UUO0miz, CDC1 3 ) <5ppm : 12.05 OH, brs), 8.20-7.90 
(3H, m), 7.70-7.10 (7H, ra) , 4.50-2.90 (23H, in), 2.80-2.10 (7H, m) , 1.90-1.00 
(6H, in). 

Sfe*1»!ft«W*£ b)l> v max cm" 1 (KBr) : 3414, 2926, 2560, 1648, 1473, 1440, 1375, 

1281, 1139, 1029, 985, 905, 757, 681. 

777^^ bJKFAB) m/z : 870 ((M+H) + , 7'J — #0 " 

7G*##rffi (C 43 H 48 Cl 3 F 6 N 3 0 5 - 1. 5H 2 0 • t IT) 

W-3Pffl(%) : C: 55. 2 8, H:5.50, CI : 1 1. 38, . F: 12. 20, N:4.50 
HSflffiCX) : C:55.20, H:5.53, CI : 1 1. 24, F: 1 2. 53, N:4.33 

mmmi o] 2- [((2 s) - i* - {2- K2R) - 4- [3, s-fx (h 

'J7^t0^fj|/) ^>V-f;H - 2- (3, 4-y^DD7i-iH ^;i/*U> 
-2-<;P] X?;H -2, 3-vtKDXtfD C-f>-7 :f >-l, 4' -fcT^US* 
>] -2--OP) ^v'] — N — + — N — h + ->7t h 

75F 2-460 mmw 

[Hli7 0a] 4- (Xh+->75;) 7?>- 1 ;k 
4-"7*n ; E- 1 -7*$ J — )V 1.10g(7. 19 mmol)£x^ / — Jl 20 mL Kj£M£-tr\ 
O-ZfJl/t Kn + Wl'TS > ifi&«U.59g(28.8mmolK h UxWS > 6.02 
mL(43. 1 mmoD^SDA, 7 O *CT? 2 RfFMS^Lfc. KJ&«K:HHftX?;H5: tt\7L. ^i® 
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- (»aj»'*SE:»BEX^;i//^^y— ;i- = 100/0 -50/50) K:T*IS3SU«3a<b'&4fc 52 mg 

mm-. 6%) zmMteftofttot. irifc. 

l H-^«5t^R»X^i7>;K400MHz, CD 3 0D) <5 ppm : 3.72 (3H,. s), 3. 58 (2H, t, 
J= 6.1Hz), 3.11 (2H, t, J= 7.2Hz), 1.76-1.56 (4H, m) . 

gS^KiR*'^ hJU y max cnf 1 (liquid film) : 3390, 2946, 2726, 1637, 1465, 1445, 
1035. 

MKEI) m/z : 119 (M + ) 
immM7 Ob] 2 - [((2 S) - 1' - {2 - [(2R) - 4- [3, 5 - tf* 

(hU7;V*o>f;W ^>vV;i-] -2- (3, 4-^i7DD7x-j|/) ^e;p* 
U>-2--r;u] x^;n -2, [-f>7 s >-i, 4' 

U>?>] -2-<iJ\>) ^-^f/] — N — (4-kFD^->7"^W -N-*h3r->7 
■fe h 7 5 F ItS 

1- (2 - {(2R) - 2- (3, 4-y^DD7i-iH -4 - [3, 5 - fcf7> 

(HJ7^n/^) ^>y-r;n ^.n^u >- 2 ;H x^;i/) [(2 

S) - 2 h^v] -i 1 , 4 * - t!<U 200 mg(0. 26mmol) 

tJfrfbst^lMJ ;p 46m L (0.53 mmolK ^JfiS^ 7 0 a 6 tlfc 4 - (^h^:>73. 
/) 7"^ >- 1 ;i' 47 mg(0.40 mmolK h »J XWS > 110/zL(0. 79 minol) 

^uxnii6 9 tmmizRj&&?T^. mmt&m 86 mg mm s & %) 

l H h;K400MHz, CDC1 3 ) 6 ppm : 12.11 (1H, brs), 8.10-7.90 
(3H, m), 7.70-7.10 (7H, m) , 4.50-2. 90 (23H. ni), 2.85-2.10 (5H, m) , 1.80-1. 50 
(6H, m). 

#^®iR7.^^ h)V v max cm" 1 (KBr) : 3394, 2936, 2555, 1649, 1473, 1440, 1376, 

1281, 1138, 1029, 905, 758, 681. 

TXX^i? hJKFAB) m/z : 860 ((M+H) + , 7'J-#) 

TC^^WII (C 4l H 46 Cl 3 F 6 N 3 0 e -H 2 0 tlD 

It^filtt) : C: 53. SI, H:5.29, CI : 1 1- 62, F: 12. 46, N:4.59 
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£8Htt(D : C: 53. 82, H:5.22, Cl:11.3l, F:12.40, N:4.59 

inMM7 1] 2-[((2S)-l'-{2-[(2R)-4- [3, 5-tfX (h 
U y )V*u *?-)V) ^>vW^] - 2- (3, 4 -s>£ nn A) ^e;u*U> 
-2 — r;i/] X^;i/} -2, 3-vtFD7k°o [<>^>-l, 4' -tf^Uv 5 
>] -2 — f;U) — N — (5-tFD^->^>^) -N-^^;i-T-il h 

imt&M 71a] 5-kFo +y^>^*A'A7 5 H 
5-757-1 -1>& /— )V 2.06 g(20.0 mmo t) £ 5 mL 

h if ? 7 4- m&miM-.nm^^ju/*? ; 100/0— 70/30) ft §^1112 

fc-fr* 1.90 g OK* : 7 3X) §^ffe««tH#fc. 

1 H-^SS^^PfX^^ MK4O0MHz, CDCI3) <5ppm:8. 14 (1H, s) , 5169. .(1H, brs), 
3. 68-3.60 (2H, m) , 3.35-3.26 (2H, m) , 1.64-1.36 (6H, m) . 
TXX^^ MKEI) ra/z : 131 (MO 

[*JS^7 1b] 5- (/?J1/7S;) ^>J7>- 1 )V I 

MUM 7 1a -C-mbtlfz 5 - t F o + ->^>?;i'/t\jl'A7 5 H ' 1.90 g (14. 5 
mmoD^^h^t: h'D77>20mL it^KJ^T 1 M TKfg^b U A7^S 

A t- H 7k Fo77>M 17.4 mL (17. 4 mmol)£^T>. 9 O "CT 2 B3fi33t#b 
fc. -^(D^ ^^^^^?^T?i?it^^- h U 1 OtIcS!'-^ 28 g(87 ramol). i?JL^)V 
JL-^)U 20 mL^iJPA^^Tl 8BffM#b*:. £j&M£-te^ h^i®^ MEErF 
}§$;£©£U #e>*ifcM£ '5/ U ti¥)V>7 F^77^f - (i^fcB'M::/:? dp 
y/*2 / -)V/7 >^~T tK = 95/5/0- 80/19/1) iZXffimVWttMt&m 1. 36 g 

ORsp : 8 0%) LT#7c 0 
1 H-^?Sm^ n .iX^^ h;K400MHz, CD 3 0D) <5ppm : 3.54 (2H, . t, J=6.7Hz), 
2. 56-2. 50 (2H, m), 2.35 (3H, s), 1.58-1.32 (6H, m) . 

^^ffifciKT.^ b;U v max cm" 1 (1 iquid f i lm) : 3377, 3306, 2936, 2862, 1646, 1537, 
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1477, 1387, 1313, 1073, 1055. 

h;KEI) m/z : 117 (M*) 

mmmi 1 c] 2- [((2 s) - 1' - {2- [(2r> -4- [3, 5-hx 

( h U y )V^ru^^)V) ^>lAOH -2 — (3, 4 -^^ dp^x-;p) ^e;!/* 
U>-2--OU] X^;H -2, 3-v'kFoxtfn C-f >-r-*>- 1 , 4' -t:^ 
U> J >] -2--f;i0 ^"=\ri>] -N- (5 — fc: FD^r>-^>^;L') -N-/?;l/7 
-thTSF III 

1- (2 - ((2R) - 2- (3, 4-y^OD7x.-;P) - 4- [3, 5 - b*X 

(hU7MD/f;i') ^>v/-r;u] ^*'j>-2 --f;H x^;i/) xtfn [(2 

S) - 2 -#;i/#3 1 ->;* h^~>] -f 1,4'- tf^U 5*> 110mg(0. 15 mmol) 

ittL-fbtf-^r+f-LUl' 25yL(0. 29 mmol)> £KB0!l 7 1 btr#6»nfc 5 - (^f;i'7 5 /) 
^>^> - 1 ;p 51 nig (0.43 mmol), h iJIf^TS > 91m L (0.65 mmoD^ffi 

^iTHJfi^6 9 tmffilZJx.fo&?f\,K S8B'ffc-&«5 29 mg (iR^ : 22%) £fi£"H 

^-^aft***-"^ h;K400MHz, CDCl 3 ) (5ppm : 12.06 (1H, brs), 8.10-7.90 
(3H, m), 7. 70-7. 10 (7H,. m), 4.40-2.60 (29H, m) , 2.50-2.10 (3H, m) , 1.80-1.20 
(4H, m). 

tiUMkOLXI? h)V v max cm" 1 (KBr) : 3409, 2931, 2561, 1649, 1474, 1439, 1376, 
1281, 1185, 1139, 1029, 905, 757, 681. 
7X7^^ MKFAB) m/z : 858 ((M+H) f , 7U-#) 

imMM7 2 1 4- [{[((2S) -1' - {2- [(2R) -4- [3, 5 - tfX 
(h'J'7MP^^) ^>V-r;H -2— (3, 4-v^DD7x^l/) ^E;1>aK 
U >- 2 X^;P} - 2, 3 -vk H DX tf □ [-f >5*>- 1,4'- 

u^>] -2-<;i/) T-fe5^;n 757] y^>m (#!i 

^b-&'-i*i#-^ 2-495 m.mm.) 

[Hli7 2 a] 4- (*^;U7 5V) T'^^XfJl' 



WO 2005/080385 



144 



PCT/JP2005/003545 



4- (^^757) 7*2 >W &£gt& 2.00 g(l3.0 minol)£x^y — )V 40 mL 
iZfeMls. 69AtL(1.30mmol)&inA9 Ot:Tll^W«£#Ufc. *JETSi*e 

g^u h;n>T*ibfc. &p>tiizmnt 3.02 g£-t<DS:*;fc©jRfSfc:;B^fc. 

'H-^m^^RiX^^ MK400MHz, CD 3 OD) 5 ppm : 4.14 (2H. q, J= 7. 2Hz) , 3.03 
(2H, t, J= 7. 6Hz) , 2.69 (3H, s), 2.47 (2H, I. J= 7.0Hz), 1. 99-1.90 (2H, m) , 
1.25 (3H, t, J= 7. 2Hz). 

[*Ii7 2 b] 4 - C([((2S) -1* - {2 - [(2R) - 4- [3, 5 - fc? 
7. (h'J7Mo^5 1 JV) ^>\/-r;U] -2—. (3, 4-y^DD7i^H 
Ttc U >- 2 ;U] X^;U} -2, 3-ytFDZfD [-f>-r>-l, 4' - t° 

1- (2 - { ( 2 R) - 2- (3, 4->'^DP7iZJl/) - 4- [3, 5 - t:X 

(hU7.)Wo^^) ^>vw;i-] ^e;u^u >- 2 -<;w x^;i-) xtfa [(2 

S) - 2 -*;t^^->P< h^~>] -f >^*>- 1,4'- tf^U 200 mg(0. 26mraol) 
tl^'ffc^-^-tJ-U ;L- 46/iL(0. 53mmolK mtMM 7 2 a-e#e.nfc4- UWi/) 
7*$>ffi.^)l &Wt1& 96 mg(0. 53 mmoIK h U Xf^75 > 184jxL(l. 32 mmol) 

zm^xmrnm 6 9 tmmizfcmzft^, mt^^m i65mg cm : 6 8%) 

[iIW7 2c] 4- [{[((2S) -1' - {2- [(2R) -4- [3, 5 - fc: 

x (h^^to^fJi') ^>V-r;i/] -2— (3, 4-^^pd7xx;w) 
*'J>-2--OH X^;H -2, [<>^>-l, 4 ' - t: 

nmm7 2 brnznrc4- [{[((2 s) - 1 ' - {2 - C(2R) - 4- [3, 

(hU7Mo^?j|/) ^>^;i/] -2- (3, 4 UU7 
^JUzK U >- 2 -<;!/] x^;H -2, 3-^fc:Ko*t?a C-f>5 :r >-l, 4' 
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120 mg(0.13 mmol)^ h7hh'077> 1.5 mL, J— )V 1.5 mL \zmM 
7k/^T 1 ^^Tlc^jb^ h U O&mm 0.39 mL(0.39 mmol) £t)Dx., MTl 

lo/D ^T^-Mufc= m z ntc ffim^D tewtm^^n' 20mi izmm is. lMfei&mso 

fco tf'^nfcSI^'v^lf >T'Sfe#U. MlS-fk-a-^ 59 mg (J|X^ : 51%) 

^-^r^M^iST.^^ h;K400MHz, CDC1 3 ) 5 ppm : 11.82 (IH, brs), 8.10-7.85 
(3H, m), 7.75-7.10 (7H, m) , 4.40-1.50 (32H. m) . 

fcW-W&X^Z h)l> v max cm" 1 (KBr) : 2930, 2576, 1731, 1650, 1474, 1439, 1376, 
1282, 1029, 905, 756, 681. 

h;i-(FAB) m/z : 858 ((M+H) + , 7U-#) 
7cSt##TM (C 4) H 44 Cl3F 6 N 3 0 6 - 2H 2 0 ibT) 

ft^MCO : C:52, 88, H:5.20, C1M1.42. F:12.24, N:4.51 
(%) : C:52.94, H: 4. 97, CI : 10. 93, F : 1 2. 66, N:4.33 

[*M^J7 3] (1- {[((2S) -1' - {2- [(2R) -4- [3, 5 - t* 
X (h'J7 Jl/^ □ p< r?-)V) ^>V^)^"\ -2- (3, 4-y^DD7i^) 
*U>-2-<A'] X^JH -2, 3 - ybKD^fo C-f >^'>- 1 , 4' - t: 

>*>] - 2 ^-^->] 7-fe^;u} t?^u s?>-.4 --op) — ;u 4k 

(0iJ*Hb^'#J#^ 2-5S1 
1 -' (2- {(2R) - 2- (3, 4-y70D7xH;i/) -4 - [3, 5 - 

( h u 7;i/to/f;W ^>V<;H ^EJUfr'J >- 2 --f JU} x^;u) xt'g [(2 
S ) - 2 -*;U^^->^. h^->] -f >^*>- 1,4'- fcf^'J >'> 200 mg(0. 26 mmol) 
£tfc<fb3j-*1f-'j;M6tf L(0. 53 mmol), 4 - fcf^ U $ J — ^61 mg(0. 53 mmol), 

hUXfJP75> 1 10 m L (0. 79 mmol) Sr/B^THM^J 6 9 4:R«lfcRfSSfT^ U 
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tat^'W) 76 mg mm : 3 2%) *afia#tit#&. 

1 H-^r^^*ni7.^^>;K400MHz, CDC1 3 ) 6 ppm : 12.00 (1H, brs), 8.15-7.90 
(3H, m), 7.70-7.10 (7H, m) , 4.50-2.90 (23H, in), 2. 80-2.10 (7H, m) , 1.90-1.10 
(4H, a). 

5StfWftJK*'S* hJl v max cm" 1 (KBr) : 3400, 2926, 25 62, 1648, 1473, 1441, 1376, 
1281, 1139, 1029, 905, 758, 681. 

MKFAB) m/z : 856 ( (M+H) \ 7U-#) 
7C*» W« (C 42 H 46 C 1 3 F 6 N 3 0 5 • 1 . 5H 2 0 tLT) 

tfJNKX) : C: 54. 82., H:5.37, CI : 1 1. 56, F: 12. 39, N:4.57 

mmm(%) : C:54.64, H: 5. 17, CI : 1 1 . 48, F: 12. 82, N:4.30 

mmm7 4] 2 - [((2 s> - 1 • - { 2 - [(2 r> - 4 - c 3, 5 - tfx ( h 

'J7>tD^fJl/) ^>V-f;U] -2- (3, 4-y^DD7i-M t;!'* U > ' 
-2--|*;H X^;i-} -'2 , 3-f/tFD^tfD [< 1 , 4' -If^Uv 

>] - 2 ^-=lr">] — N — (6-tFo4i"\^yW -N - * 3=-;U7-fc h 

75 H (fll^t 2-421 

6 -75 y - 1 -^^rlty — ;U 1.50 g(12. 8 mmol) fc^fSEX^l/ 3 mL ^f^XH 

asm 1 a tmmizKjfc&fti,^ mmt^m 1. 34 g : 72%) &&&mwt. 

b.Tifc. 

l H h;K400MHz, CD3OD) 6 ppm : 8.01 (1H, s), 3.54 (2H, t, 
J= 6.6Hz), 3.21 (2H, t," J= 6.8Hz), 1.60-1.30 (8H„ m) . 

/^MX^ v max cm" 1 (KBr) : 3376, 3311, 3040, 2936, 2857, 1655, 1526, 

1464, 1385, 1242, 1063, 1049. 
■77X^^7 h;KEI) m/z : 144 (M-H)* 

i&BW7 4 b] 6- o fji/75 y ) s\*-*y>- 1 ;i- 

7 4a e>nfc 6 - t h'D + yA^->;k*^A7 5 K 1.34 g(9. 23 
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mmol) t 1 mol/1 frmit 'J A 7 ^5 — V A f h7kh'077>M 11.1 
mKll.l mmol)£/EV>T5iiE0y.7 1 b £^«&K:RfS£fTV^ ^fEfl:^ 0.89 g (JR 
m : 7 4%) ■£&Jttfit*tt«j£UT#fc. 

^-SBS^t^WX^^ MK400MHz, CDjOD) <5 ppm : 3.53 (2H, t, J= 6.7Hz), 
2.56-2. 50 (2H, m) , 2.35 (3H, s) , 1.58-1.30 (8H, m) . 

h)l v max CB"' (liquid film) : 3299, 2932, 2858, 1650, 1539, 1475, 

1379, 1059. 

?7^^^7 h;KEI) m/z : 131 (M*) 

7 4 -c ] 2 - C((2S) -1' - {2- [(2R) - 4- [3, 5 - tfX 
(hU7J^O^fJ[/) -2 - (3, 4-y^DQ7ilM ^;l-* 

•J>-2--f;H X^.Jl'} - 2, 3-^th'D^tfo 1. 4' - 

>J - 2 --f» 3"*v'J — N — (6-tH n'^r i/s\3r Jl) -N-^^)V7 

1- (2 - {(2R) - 2- (3, 4-y^DD7ilA-) - 4- [3, 5 -If * 

(h u 7^^-o^^;w) ^e;h*u >- 2 — r x^;to xtra [(2 

S) - 2 - h*->] -f >y>- 1 , 4 ' - tf^'J 110 mg(0. 15 mmol) 

tm.it^t^rD-V )V 25wL(0.29mmol), MWiM 7 4 bTi^tlfc 6 - (^^)H5 /) 
^=Mf->- 1 ;U 57 mg(0.43 mmol), h U X^jl'TS > 91 wL(0. 65 mmol) £/B 

^TSUte^j6 9 tmmizKfozfti,^ mzik&'-m 54 mg mm : 3 3%) sees 

'H-^CJ&^&t*^ h;K400MHz, CDClj) 6' ppm : 12.05 (1H, brs) , .8. 15-7. 90 
(3H, m), 7.70-7.10 (7H, m), 4.40-2.60 (29H, m) , 2.50-2.10 (3H, m), 1.80-1.20 
(6H, m). 

vmax cnf'(KBr) : 3418, 2931, 2559, 1649, 1474, 1439, 1376, 
1281, 1185, 1139, 1029, 905, 758, 681. 
T7x^^i7 MKFAB) m/z : 872 ((M+H)\ 7 U -#) 
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[Hli7 5] 2 - [(1 - {[((2 S) -1' - {2 - C(2R) -4 - [3, 5 
-bf* (h^jl/to > »/-f ;U] -2 - (3, 4-y^on7i^) 

^e;u*u >- 2 --f ;u] x^.n-} -2, K>-x>-i, 4' 

-t^'jy>] -2--r;io ^-^>-] 7-t^;i-'} tf^u 4 --r ;u) ^-^->] 

X* " i&S£^ 2-586 t^iEm) 

[H5E^J7 5a] ter't-7'^ 4-(2-{[ter t-y?*(^fW 

ter t-^ 4 — t Kd + v'- 1 - tXiJy>*Jl'^^->l/- h 5.00 
g(24.8nmol)*^.*? 1 ;Uzfc;i/A7 , 5 H 100 raL JkifcTzK h U OA 

(5 5%&_h, ifctt) 1.08g(24. SmmoD^Sn^., 4 IKS^it^ L fc» -^CDfsS 

jftfl£K7k#T - t e r t-7'?'l'y/^y7> 6.54 

g(27.3mniol)©y^5 1 J^;i/A7 5 YmW. 20 mL £ri£iT IT^ST 2 Bfi8itt#bfc. 

^K^TS^?^{C7jc^ip^.. TOx^;i/TtttB L-s Tic. i§^o^^7K-ejilM^^^b, M 

□ ^h^:7^- (}taj^^:^^l7->'/@mx5 L ^= 100/0 - 90/10) tTilLi 
mit&m 1.65 g (iR^ : 18%) ^^-fefft^^tLTli^o 

^H-^H^^nfx^^ H;K500MHz, CDC1 3 ) 6 ppm : 3.80-3. 68 (4H, m) , 3.56-3.46 
(3H, m), 3.14-3.04 (2H, m) , 1.86-1.76 (2H, ra) , 1.58-1.46 (2H, m) , 1.45 (9H, 
s), 0.90 (9H. s), 0.07 (6H, s). 

fetVWLWLTs^Z h)l v max cm-' (liquid film) : 3475, 2953, 2931, 2859, 1699, 1422, 
1366, 1253, 1237, 1175, 1111, 836, 777. 
h;KFAB) m/z : 360 (M+H) + 

[^1>J7 5 b] tert-^ 4- (2-kF^yiHy) I^^Uv 
>- 1 -tlJU^^riyU— h 

7 5a -cm £ tlfz t e r t - 7^)1 4-(2-{[tert - Zf=?)V ( V 
*^)V) ->'j;U] ^y}lh + y) tf^U 1 -t))V^^rzy\y— h 1.65 g(4. 59 

mmol)£f- t h'D77> 20 mL fCjgfi?£-fcf\ 7.kftT 1 M h^^Jl'Ty 
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^r-^A x h v t h'O 7 7>^I 6. 88 raL(6. 88 mmo I ) £ 2JD , ^^T' 2 ntPM# 

D?^*77^- (^J±S^:^\^+)->/^X^;i/ = 90/l 0 -30/70) CTiili 
mtSM 0. 94 g (JR^ : 8 4%) £«S6ftlj:l£'-l£l<h L-T#fco 

^-^iSSr^niX^^ h;K500MHz, CDC1 3 ) 6 ppm : 3.84-3.68 (4H, m) , 3.58 (2H, 
I, J= 4. 6Hz), 3.54-3.46 (1H, m) , 3.14-3.02 (2H, m) , 2.01 (1H, t, J= 6.1Hz), 
1.90-1.80 (2H, ra), 1.58-1. 40 (1 1H, m) . 

fcW-W.WT,^? b)l- v max cm" 1 (liquid film) : 3458, 2933, 2867, 1695, 1426, 1367, 
1276, 1240, 1173, 1141, 1114, 1067. 
7X7,^^ h;i-(FAB) m/z : ,246 (M+H) + 

mmmisc] 2- 4-^ -jl^j-^ 

mM®\ 7 5b t?t# b tlfz t e r t - y'^)U 4 - (2-t h*D^->lh^y) t? 

1 1/— h 0.94 g(3.83 mmol)€rv^ DD^7> 12 mL fc» 

<5?$i±, >K^T h »J 7)l*nmm. 6 mL £Ju*.> IfiT 2 mmMW bfco MflET^ 

U # : Chroma t rex NH, 100-200mesh, igtB*§l&: a a 7 S —)l = 

100/0-90/10) iZXmm^mBit^m 564 nig (M : 1 0.0%) lSfi@#il/T 

^-^r&^&DlX^/z h;K500MHz, CD 3 0D) 6 ppm : 3.65 (2H, t, J=4.9Hz), 3.55 
(2H, t, J= 4.9 Hz), 3.54-3.46 (1H, m) , 3.12-3.04 (2H, m) , 2.72-2. 64 (2H, m) , 
1.98-1. 90 (2H, m), 1.58-1.50 (2H, m) . 

^fl-flJPK*^ h)U v max cm*' (liquid film) : 3290, 2936, 2860. 1690, 1452, 1423, 
1201, 1119, 1070. 
7,7,^0 MKFAB) m/z : 146 (M+H) * 

[IMI7 5d] 2- C(l- {[((2S) -1' - {2 - [(2R) - 4- [3, 
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5-fcfT. (h'J7Wo/f;i/) ^>V-r;U] - 2- (3, 4-^DD7i-^) 
■^HfrU >- 2 — f;P] X^JI/} -2, [<>5= J >-1, 4' 

-^'Jy>] -2-<;i/) tf-*^] 7±^JU) tf^'J ~^>- 4 --f;P) 3-*->] 

1- (2- {(2R) -2- (3, 4-^^DD7HM -4- [3, 5 - tfX 

( h y y)V^ru^y-)V)-^>v^)V\ *;i/#y>-2 — r;M x5f-;p) xtfa [(2 

S) - 2 -*;U#^->^ h^rv-] < >^*>- 1 , 4 ' - fcf^'J 150rag(0.20mmol) 
£ £7 n D^'^x^^ 2 1 jti L (0. 22 mraol), N- ^^JU^EA* U > 65#L(0. 59 mmolK 
7 5c Ti^nfc 2 - (tf^D i*>- 4 -<;1<^-^~>)X^ / -)V 43 mg(0. 30 
mmolh Zm^Tmmm 6 6b <h|W)«lt'>S^^tTV^ fSfBte-^ 116 mg mm : 64%) 

^-^M^^nlX^^ h;K400MHz, CDC1 3 ) <5 ppra : 12.11 (1H, brs), 8.15-7.90 
(3H, m), 7.70-7.10 (7H, m) , 4.40-2.90 (25H, m) , 2.80-2. 60 (2H, m) , 2.50-2.10 
(3H, m), 1. 95-1.55 (6H, m). -~ - 

v max cm"' (KBr) : 3394, 2929, 2555, 1 649, 1473, 1440, 1375, 
1282, 1185, 1138, 1108, 1029, 905, 758, 681. 

h;KFAB) m/z : 886 ((M+H) + , 7'J-#) 

Ttmmnm. (c 43 h 48 ci 3 f 6 n3<vo.5h 2 o tit) 

• . t\nm.(%) : C:55.40, H:5.30, CI : 1 1 . 41 , F: 12. 23, N:4. 51 
H$!HI(%) : C: 55. 06, H:5.30, C 1 : 1 1 . 22, F:12.27, N:4.35 

immm 7 6 3 . n- (i - {[("(2 s) - 1 ' - { 2 - [(2 r) -4 - [3, 5 

-k'X (HU7MD^^) ^OVWA-] -2- (3, 4-y^DD7i-)H 

^&ji-*'u>-2 — r;n x^;n -2, 3-ykh*o7tfa [-r>^>-i, 4' 
-t?^ y>>~>] -2--r;u) ^-^->] x-iz^} tf^u 4 --r;io -2-t 

F a + yJ't'h 75 H i&Mm. (#l^<fb^#*§- 2-590 

[^»J7 6a] 2- (^v^^vO -N- ( 1 - ^>v;Hf v> - 4 
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O'W+i'Bl 2.00 g(12.0 wol)&5?#ua*9> 40 mL *k 

2. 77 g(14.4 mmol), 1 — t FD + , >^>7h'J7 Jl/ 1 2. 2 1 g(14. 4 

mmol) . h iJXfJl/7 5 > 2.52 mLOS. 1 mmolh 4 - 7 5 7 - 1 - ^> i? )V tf^ 'J 
v=> 2.52 g(13.2 mmol) £ in*., 1ST 1 8 P#ISJ8Mfc bfc. R*«t:^^Dn^^ 

hy77-f- (?gai^^:^mx^;i//^^y-;i/=ioo/o-9o/io) fc-owiiSLfiJSB 

-fb£-«l 2.82 g (JRJfS : 6 9%) ^afel^tLtffc. 

l H-g[fll5l# l S^^^ h;K500MHz, CDC 1 3 ) <5 ppm : 7.40-7. 22 (10H, m), 6. 46 (1H, 

d, J= 7.3Hz), 4.56 (2H, s) , 3.96 (2H, s) , 3.90-3.80 (1H, m), 3.49 (2H, s) , 

2.84-2.76 (2H, m), 2.18-2.08 (2H, m) , 1. 95-1. 85 (2H, m) , 1. 53-1.43 (2H, m) . 

#fl-©JRX^ Y>)1 vmax cm" 1 (KBr). : 3309, 3025, 2931, 2795, 1643, 15 49, 1495, 
1451, 1337, 1283, 1105, 988, 736, 700, 652. 
T^X^P h )V (FAB) m/z : 339 (M+H) + 

{.$hMM7 6 b] 2 - t Ha^i^-N- tf^'J y>-4--f;Hth7 5 H 
HMJ7 6aTHSnfc2- (^>^^^-^'» -N- ( 1 ~^>^tf ^ >J v 5 
>- 4 JU) 7th75 H 2.82 g(8. 33 mmol) 5:X^ / — ;U 60' mL \zmM^it, ' 

mmnmn.Ti o ^7^-^ (tk#5 i . 7%) o.eog^ao*., 7j<m#si 

^te-fb^^ 1.26 g (JRsg : 9 6%) feB^itTifc. 

»H h;K500MHz, CD 3 0D) <5 ppm : 3.94 (2H, s) , 3. 86-3. 78 (1H, 

m), 3.08-3.00 (2H, m) , 2.68-2.60 (2H, m), 1.88-1.80 (2H, m), 1.50- 1.40 (2H, 

m). 

#^®J|XX^i7 h)l> v max cm" 1 (KBr) : 3323, 3248, 2942, 2894, 1659, 15 38, 1452, 
1431, 1364, 1330. 1084, 1010, 437. 
TX7^^7 MI/ (FAB) m/z : 159 (M+H)* 
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[SJOffif!) 7 6 c ] N- (1- {[((2S) -1' - {2- [(2R) -4- [3, 
5-t*7 ( h 'J 7 )\>-*U ^>VW.;U] - 2- (3, 4 -> T 7 □ □ y^-)U) 

^E;1/jK'J >- 2 X3^;W -2, C-I* >y ! > — 1 , 4' 

-k!^Uv ? >] -2— ^>-] 7-t?-)V) fcf^'J > J >- 4 --r ;p) -2-k 

1- (2 - {(2R) - 2- (3, 4-^^DD7i-.H') - 4- [3, 5 - tf 7 

(MJ7Mn^f;i/) ^>v<;u] t^TKU >- 2 x^;i0 7.t?n [(2 

S) - 2 -^jl'T^v-* h^~>] -T 1,4'- fcf^U >>> 150mg(0. 20 mmol) 

h 7 a D^X^;U 21 wL(0. 22 mmol), N ^^^E^^ U > 65 u L (0. 59 mmol), 

-$m,m 7 6 b-c#e»nfc 2 - 1 ko^v-n- tr^u >->- 4 --r^r-t h7$F 

37 mg(0. 24 mmol) ^IH^T^M^!l 6 6 b tlUMtCS^^fTV^ ^fEte^-'tJ 89 mg (iR 
^: 48%) $afiB#tUT#fc. 

1 H-m&n. : &m7.H7 h)U(400MEz, CDCI3) <5ppm : 11.94 (1H, brs), S. 15-7. 90 
(3H, m), 7.75-7.10 (7H, m), 6. 63-6. 53 (1H, m) 4.50-1.20 (34H, m) . 
9^(55: J&7 ^7 h)l v max cm" 1 (KBr) : 3340, 2928, 1650, 1529, 1473, 1440, 1375, 
1282, 1185, 1139, 1029, 905, 758, 681. 

h;KFAB) m/z : 899 ((M+H)*, 7'J-#) ' 
Tumftffiife (C 4 3H 47 C1 3 F 6 N 4 0 6 -H 2 0 tVX) 

: C: 54. 12, H:5.18, CI : 1 1. 15, F:11.95, N:5.87 
^jPJjfta) : C: 53. 81, H:5.22, CI : 10. 72, F: 1 1. 60, N:5.50 

[3^01^7 7] 2 - C(l - {[((2 S.) - 1 * --{2 - [(2 R) -4 - [3 , 5 
-hf7 O^MD^f^) sOV-Oll - 2- (3, 4-y'i7DD7i^) 
■t^sfrU >- 2 X^;H -2, 3 -ykFDXlfo [<>T f >— 1, 4' 

-t*^U^>] -2--r;w) 7-fe^;W tr^'j f^>- 4 -<;u) *b^~>] 

x^/-;i- (#i^<fb-£^#-*t 2-591 tfttift) 

[HJ60!l7 7a] ^>v*;i/ 4- [(2- ([ter t-7*f^ (y^W -> U 
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^>~J)U 4- (k H D^v'^^JU) t°^>J i/>- 1 - AJ^ + yl/- h 5.00 
g(20.1 mmolK 4cXfc^- h U A (5 5%J^±. ifttt) 0.88 g(20. 1 mo I), (2- 
7*pqEX b^vO - t e r t - y^l/v*;* ?/k>'7 > 5.28 g (22. 1 mmol) 
H2&0S7 5 a £H*fcRj6fcfTl^ mmit^m 237 mg (JR^s : 3%) 

^-^Hm^oiX-^^ h;K500MHz, CDCl 3 ) 6 ppm : 7.40-7.28 (5H, m) , 5 . 12 <2H, 
s), 4.28-4.10 (2H, m) , 3.74 (2H, t, J= 5.4Hz), 3.49 (2H, t, 1= 5.4Hz), 3.31 
(2H, d, J= 5.9Hz), 2.86-2.70 (2H, m) , 1.82-1.68 (3H, in), 1.24-1.10 (2H, m) , 
0.89 (9H, s), 0.06 (6H, s). 

^®JKX^ h;u v max cm" 1 (liquid film) : 3477, 2952, 2929, 2858, 1704, L 472, 
1432, 1362, 1276, 1251, 1220, 1142, 1106, 941, 836, 778, 697. 
"7 7.7,^^ hJKFAB) ra/z : 408 (M+H) + 

[^MJ7 7 b] ^>V)V 4- [(2-hFD*yXh + y) k^'Jv 

y- i -*;p#+v-i/- h 

MMM 7 7 aT#^tlfc^>^ 4 - [(2 - {[ t e r t - y^)V (5?*^J]s) 
y | JJI/]t+y}xb + v') t^JUl fcf^'J S>>- 1 h 237 mg(0.58 

mmol). 1 M ^oftfh7 7* ^ J!/ 7 — ^ A f h 7 t F D 7 7 O. 87 

mKo.87 moD&m^xmmm? 5 b tmmzfcfo&n v*, mtRte&oa 133 mg <jr 

^: 7 8%) $^fifft^iJ<hUT#fc. 

^-SSSa^tRfc;*^ h;K500MHz, CDC1 3 ) «5 ppm : 7.40-7.28 (5H,'n), 5. 13 <2H, 
s), 4.28-4.10 (2H, m) , 3.76-3.70 (2H, m) , 3. 56-3. 50 (2H, m) , 3.33 (2H, d, J= 
6.3Hz)', 2.86-2.70 (2H, m),1.89 (1H, t, J= 6.1Hz), 1.84-1.70 (3H, m), 1.26-L.10 
(2H, m). 

#^®'K7;^^ h)l v max cm" 1 (liquid fi 1m) : 3453, 2923, 2861, 1699, 1473, 1 434, 
1364, 1276, 1249, 1221, 1151, 1126, 1073, 765, 699. 
■7 7.7.^^ h )U (FAB) m/z : 294 (M+H) + 
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^ijy> - 1 h 133 mg(0.45 mmoD^-X^ 2 mL 

f$#i^Tl 0%A'7> 5 ^A-^* (7j<^5 1. 7%) 20 mg ^^Dx., 7ki!tf?lffi 

f5<ffc-&%70 mg (iR$s : 9 7%) 4Slfij|li««tl/T#fc. 

*H MM5001fflz, CD 3 0D) <5ppm : 3.65 (2H, t, J=4.9Hz), 3.49 
(2H, t, J= 4.9Hz), 3.31 (2H, d, J= 6.3Hz), 3.18-3.00 (2H, m) , 2. 64-2. 56 (2H, 
m), 1.80-1.70 (3H, m) , 1.26-1.14 (2H, m) . 

gS^©iKX^£7 h)U^v max ci"' (liquid film) : 3296 , 2920, 2856, 1598, 1449, 

1359, 1319, 1126, 1074, 846. 

7 7,7,^^ h;KEI) m/z : 159 (M*) 

[HM0iJ7 7 d] 2 - C(l - {[((2S) -1' - {2- [(2R) - 4- [3, 
5-t'Tv ( h U ^l^o^^JlO ^>V<;U] -2 - (3, 4 - y^OD7i^^) 
WJ>-2--fJH if;H -2, 3-vtHDXIfD K>f>-1, 4' 

-tf^u>'>] -2--r;i^) ^-^r->] tf^u s>>- 4 ;u) ;*b=^>] 

1- (2 - K2R) - 2- (3, 4-yi?OD7i-W -4- [3, 5 - tf * 

( h y 7jp^-n^^;u) ^>^<;H ^e;u^u >- 2 -< ;W jl^ju) t. [(2 

S) -2-^;V^^^>^ h^->]<>^>- 1,4' -tf<U 239 mg (0.32 mmol) 
£77 ungm^^JV 33^L(0.35 mmolK N - * J-frtlV-fc "J > 52^L(0.47 mmol), 
[Hl^J7 7c] -t?#e»nfc2- (tf^U S?>- 4 h=\r~» X^7-;l/ 60 
mg(0.39mmolK &m ^xmmm 6 6 b £ mmizfcfo%fti,^ HfB-fb-^tf 206 mg (HX 
^: 7 0%) Z&&fflfa£VTntCo 

1 H-m.m%^m7,^i7 CDC1 3 ) <5ppm : 12.06 (1H, brs), 8.15-7.90 

(3H, m), 7.70-7.10 (7H, m) , 4.50-1.50 (36H, m) , 1.30-1.10 (2H, m). 
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fa9VWiV8L7s^{7 h)V v max cm" 1 (KBr) : 3410, 2926, 2864, 1648, 1473, 1440, 1375.. 
1281, 1185, 1137, 1029, 905, 758, 631. 
T**^? h^KFAB) m/z : 900 ((M+H)\ 7 'J — #) 
7Clii##r<I (C 44 H 50 C1 3 F 6 N 3 0 6 -H 2 0 tit) 

ft#ll«) : C: 55. 32, H:5.49, CI : 1 1. 13, F: 1 1. 93, N:4.40 

^H4ft(X) : C: 55. 70, H: 5. 51, CI : 10. 72, F:11.S4, N:4. 31 

^lW5 8b, 6 6 bXtt6 9 tmmzfcJfc&ftfc^T. KT©'fb^«*'&J*U 

OT7 8] 1- { [ ( (2S) -1' - {2 - [ (2R) -4- [3, 5 - 
t*Z (hU7.)^D^f^) ^>V-r;H -2 - (3, 4 - v^DD7 jc^;U) ^ 
;i/*U >- 2 X^;H -2. 3-^tHnXtfo [O^'-l, 4' - 

^-KIK^^liT^^ MM400MHZ, CDClj) 6 ppm : 8.16-7.95 (3H, m) , 7.70-7.15 
(7H, id), 4.46-1.67 (31H, m) . 

#*V&JR*^7 h)l> v max cm-'(KBr) : 3414, 2926, 2553, 1719, 1651, 1282, 1138. 
?X7^^ h;KFAB) m/z : 840 ((M+H)\ 7'J-ft) 
TtmftVim (C.^.Cl^NjOs-HCl-HjO tLT) 

ffHFffi(X) : C:55. 01, H:4.95, N:4.69. 

mmmW : C:55.08, H:5.28, N:4.28. 

immrn 79] 2 - [ ( (2s) -1' - {2 - c (2r> -4- [3, 5 - ex 

(hU7^D/^) "OVf-OlO -2- (3, 4-y^DD7xZ^) ^E;U^ 

u>-2 — r;n x^;n - 2, 3-^tFnxifn [-r>x>-i. 4' -t?^ 

h7SH (0ll7K<ft;"& / #>#^ 2-424 
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'H-m&^&mT.^? h;M400MHz, CDC 1 3 ) <5 ppm : 8.15-7.95 (3H, m) , 7.67-7.15 
(7H, m), 4.48-1.21 (32H, ra). 

0f?\-W\SLX^t7 hJl v max cm" 1 (KBr) : 3362, 2931, 2561, 1648, 1474, 1438, 1376. 
1281, 1 139. 

K'KFAB) m/z : 830 ((M+H)*, 7'J-#) 
7tn%^m. (C 40 H 43 C1,F 6 N 3 0 S -HCI £ LT) 
tUMt(JS) : C: 55. 40, H: 5. 11, N:4. 85. 
^ZPJIMW : C: 56. 01, H:5.67, N:4.39. 

{.mm 80] 2 - [ ( (2S) -1' - {2 - [ (2R) - 2 - (3, 4 - 5> 
i7 DD7x-.no -4- (3, 4, 5-MJ^h^y^>^^) =EJl^V >~ 2 
X5P;H -2, 3-yth*D7fo C-f>7 ; >— 1, 4' -fc?^U^>] 
-2-1\nO ^~>] — N — [2 — (2-kFo^yI>^-» X^;U] — N — y< 
"^■jVT'^t MS F Ml (0iJ^<ft^#-?§ 1-422 

tH-mffi^gimx^Z h;K400MHz, CDC1 3 ) 6 ppm : 7.70-7. 14 (7H, m) , 6.74 (2H, 
br), 4.45-2.15 (43H, m) . 

#nMX^7 K>U vmax cnf'(KBr) : 3410, 2935, 2567, 1646, 1583, 1464, 1427, 
1330, 1239, 1125. 

7X7^^ hJKFAB) m/z : 814((M+H)\ 7 'J-#) 

[mmms 1] 2 - [ c (2 s) -1' - { 2 - 1 (2 r> -4 - [3, 5 - 1* 

X (h l J y JU^a ^>V<;i.<] - 2- ('3, 4-y^D0 7i-Jl/) 

>- 2 --f ;H xfjH - 2, 3-^t KD^fcfo [< >^>- 1 , 4' -hf 
^U;7'>] -2-^)1) *3rzsl -N-X^;P-N- (4-tFD^y7'5 1 A-) 7 

-fe hrs h "ttttjft (^j^<b^^#-^ 2-426 m.mm) 

1 H -■mmm.^m^^y bJl^UOOMz, CDC1 3 ) <5ppm: 8^15-7.95 (3H, m) , 7.68-7.14 
(7H, m), 4.40-1.42 (36H, m) . 

bJU v max cnf 1 (KBr) : 3395, 2932, 2558, 1647, 1473, 1438, 1376, 
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1281, 1139. 

7X7^^7 hJKFAB) m/z : 858 ((M+HV, 7'J-f) 

mmM8 2] 2- [ ( (2S) -1* - (2 - [ (2R) - 2- (3, 4 - V s 
/?DD7x^W - 4- (3, 4, 5 - h U ^ h * >"S > V*< )V) ^E;U^U>-2 
— r;u] -2, 3-v ? tKOXtfP [<>T : >-1, 4' -tf^us^>] 

-2 ^-+->] — N — (4-kFn^>'7"fW -N-/Wth75H 

1-418 m^m) 

'H-tl^lX^^ h;K400MHz, CDClj) 6 ppm : 7.75-7.14 (7H, m) , 6.71 (2H, 
br). 4.53-1.48 (43H, m). 

mt\-WVL7>^P hJU v max cm" 1 (KBr) : 3399, 2934, 2562, 1647, 1583, 1463, 1426, 
1330, 1238, 1125. 

?7^<^7 h;KFAB) m/z : 798((M+H)*, 

immms 3] 1- { [ ( (2s) - r - {2 - [ (2R) -4- [3, 5- 

(hU7WD/fJP) ^>7W;i'] - 2- (3, 4-v^ao7iZJl') 
'J >- 2 --f X9^W -2, [-f>x>-l, 4' - 

^H-^M^^IiTv^ h;K400MHz, GDC1 3 ) <5 ppm : 8. 1 6-7. 92 (3H, m) , 7.71-7.13 
(7H, m), 4.44-1.45 (31H, m) . 

^^©1RX^^7 h)V vmax.cnf'(KBr) : 3397, 2927, 2563, 1648, 1473, 1440, 1375, 

1282, 1139. 

•?7.X^t> MKFAB) m/z : 842 ((M+H)*, 7'J-#) 
Ttmttffim. (C 4 ,H 4 3C1 2 F 6 N 3 0 5 -HC1 tbT) 

mmM(%) : C: 54. 89, H:5.17, N:4. 68. 

mmm(%) : C: 54. 91, H:5.37, N:4. 43. 
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imffiM 8 4] 2 - [ ( ( 2 S ) - 1 ' - {2 - [ ( Z R) - 4 - [3, 5 - tT 
7. ( h U 7 )V3rU *=?)V) "C>V-f ;p] - 2- (3, 4-vi7nD7x^.M ^EjU 
xfrU >- 2 — r;U] X^;W} -2, 3-.^tKD7,tfD C"f>5r>-1. 4' - tf 
^'J>'>] -2--f,H0 xf-^S/] — N — (3 h^->^D -N-^^.^T 
th7SH i&g?i£ («SHb'&*J#-«S- 2-466 tttttt) 

1 H-®S«^&i»*' , *£ h;K400MHz, CDC1 3 ) <5ppm : 8. 14-7.90 (3H, m), 7.71-7.12 
(7H, in), 4.45-1.55 (35H, m) . 

#^-©iRX^^ vmax cnf'(KBr) : 2927, 1650, 1474, 1439, 1376, 1281, 1138 

VXX^ j7 MKFAB) m/z : 844 ((M+H)*, 7 'J —W) 

Ttmmnm. (c 4I h 45 ci 2 f 6 n 3 o 5 -hci tit) 

fHPfi(X) : C: 55. 88, H:5. 26, N:4. 77. 
£8N4t(%) : C: 55. 56, H:5.57, N:4. 54. 

C*5S^J8 5] N — (1- {2 - [ ( (2 S) -1' — {2 - [ (2R) - 4- 
[3, 5-h*X (H'J7MD^^) ^>^-<;i/] - 2- (3, 4-y^DD7 

xx;i>) ^e;i^u >- 2 --r;u] x^;p} -2, 3-v't FD7k'D [< 

1, 4 ' -tf^'J^>] —2 T ;L) *J-3r->] T-t?^} kXUy>-4--fJl') 

Til hTS b* MS (fll^t^S^ 2-589 

^-^J^m^RiT.^^ h;K400MHz, CDClj) 6 ppm : 8. 12 -7. 91 (3H, m), 7.70-7.14 
(7H, m), 6.48-6.27 (1H, bs), 4.20-1.23 (34H, m). 

WftWVLT.^? h)l v max cm"' (KBr) : 2928, 1649, 1473, 1439, 1375, 1281, 1 139. 
VXX^ S;KFAB) m/z : 883 (M+H)', 7'J-#) 
Ttmftffim. (C 43 H 46 C1 2 F 6 N 4 0 5 -HCI-3H 2 0 til) 

fHFteCK) : C: 53. 01, H:5.48, N:5.75. 

£M4t(%) : C: 52. 94, H:5.53, N: 5. 53. 

\.nmm 86] 2- [ ( ( 2 s ) - 1 • - { 2 - [ < 2 r> -4 - [3, 5 - 1? 

X (h'J7WD^fJ|/) ^>V<;U] -2- (3, 4-y^DD7i-M ^E;i/ 
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U > — 2 — f .H'] X^-;H -2, [-f>7 s >-l. 4' - b" 

^Uv>] -2-^)V) j-^ris] — N — (2 h^v-X^AO -N-*?;H7-fe 

l H-*«aS#»*'<f h;K400MHz, CDC1 3 ) <5 ppm : 8.15-7.92 (3H, ra), 7.72-7.11 
(7H, m), 4.42-1. 60 (33H, m) . 

0?]-®Li$LX^2 h )U vmax cm" 1 (KBr) : 2928, 1650, 1439, 1 376, 1281, 1 138. 
Y7,7^^ h^KFAB) m/z : 830 (M+H) \ 7'J-#) 
7C*##HB (C^jCltF.NjOj-HCI ilt) 

=t^{i(%) : C: 55. 40, H:5.11, N:4.85. 

XHttGC) : C:56.11, H:5.79, N:4.38. 

[HJ6#98 7] (2S) - 2- [ 2 - (4 -7tf JHi^75?>- 1 - 
2-t+7lK'>] -1' - (2 - C (2R) -4- [3, 5-tfX (h'J7* 
7)rn*3-)V) ^>7^JH - 2- (3, 4-^DD7i-W ^^V* U > — 2 - 
•f il/] If JP} - 2 ; 3 - y k F d X tf □ >r> - 1 , 4 '- fcf^'J ->*>] t£ 
&t& (0J^fc;&«l»^2-613 

*H ^ h;K400MHz, CDC1 3 ) <5 ppm : 8. 17-7. 91 (3H, m) , 7.72-7.12 
(7H, m), 4.48-1.-94 (33H, m) , 1. 76-1.59 (1H, m) . 

V)V v max cm"' (KBr) : 2926, 1650, 1472, 1438, 1282, 1138. 
"777s^^ hJKFAB) m/z : 869 (M+H)\ 7'J-#) 
7G*##Hfi (C 4l H M Cl x F l N 4 0 I -HCl-3H l O tit) 

ft^{I.(%) : C: 52. 54, H:5.35, N:5. 85. 

HfJHIOO : C:53.00, H:5.35, N:5.50. 

immm s s ] 2 - [ c (2s) -1' - {2 - c (2r> -4 - [3, 5-t? 

* (h'J7MD^fJl/) ^>W;H -2 - (3, 4-y^DD7i^) =E)V 
"*iJ>-2 — f;H X^;H -2, [-f >^>- 1 , 4' - tf 

^iJ-7>] -2--f;i0 — N, N-t'7> (2 h^->X^JU) 7t h7 
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5 f &mm. mmit&wm^- 2-57 m.mm 

1 H-gl^l^^i' K>K400MHz, CDCI3) <5ppni : 8.16-7.91 (3H, m) , 7.66 (1H, 
br), 7.58-7.14 (6H, m), 4.42-1.60 (37H, m). 

^^©i|XX^<^h;U v max cm"' (KBr) : 2928, 1650, 1473, 1438, 1375, 1282, 1186, 
1138. 

^7,7,^9 h;KFAB) m/z : 874 (M+H) + , 7U-ft) 
Ttmttffim. (C„H 4 7C1 2 F 6 N 3 0 6 -HC1 t UT) 

ffSHKSO : C: 55. 36, H:5.31, N:4. 61. 

mmm(.%) : C: 55. OS, H:5.76, N:4. 28. 

imtMMS 9] 2- [ ( (2S) -1* - {2 - [ (2R) -4- [3, 5- If 

7s ( h u yju^n^^.ji) ^>y-on - 2- o, 4-^i7DQ7xzjp) =e)v 

*U>-2--fJ|/] XfJH -2, 3-yhFDXt'D K>.r>-1, 4' -if 
^'Jv>] -2--OU) — N — (3-tFD + y7'o#^'-» -N-^? 

JlTiZ h7$ K (^^b^J##2-550) 

l 'H - & IK ^ ^ h ;p (400MHz, CDC1 3 ) 5 ppm : 8.06-7.13 (10H, m) , 
4.79-1.74 (32H, m) . 

5S^MX^:>7 hJU v max era" 1 (KBr) : 3438, 2926, 1646, 1473, 1440, 1375, 1281, 
1184, 1139. 

■7 7 7n ^7 h )V (FAB) m/z : 846 (M+H) \ 7 U — #0 
ClI^J 9 0 ] 2 - [ ( (2S) -1' - {2 - [ (2R) -4- [3, 5 - t: 

7 (h'J7MP^f;i/) ^>i/-f;i/] -2- (3, 4 □ ny^-)i) =^)v 
*U>-2-<;H x^;H -2, 3 -i/t. Fdx tfD [<>f>-l, 4 ' - t° 

^U^>] -2-<;lO ^-^S/] — N — (3 - t Ko + y^D tr;i-) 7th75H 

rn.rn.rn. (#i^ti^#-5§ 2-410 t&ra) 

*H h;K400MHz, CDC1 3 ) <5 ppm : 8. 21-7. 93 (3H, m), 7.70-7.16 
(7H, m), 4. 58-1.56 (29H, m) . 
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^fl-MX^ h;i/ v max cm" 1 (KBr) : 3404, 2928, 1649, 1535, 1474, 1439, 1376, 
1281, 1139. 

7X7^? hMFAB) m/z : 816 (M+H) \ 7U-#) 
7C*^W« (C 39 H 4I C1 2 F 6 N 3 0 5 -HC1 tit) 

frJfffitt) : C: 54. 91, H:4.96, N:4. 93. 

ftftltttt) : C: 56. 56, H:6.03, N:4.30. 

[mMM9 1] 2- [((2 S) - 1 ' - { 2- [(2 /?) - 4- [3, 5 - fcfX ( h 
U y )ijru *?-)V) ^>v/-r;H -2 - (3, 4 a D^i- AO ^;i^U> 
- 2 --f ;H x^;u} - 2 , 3-yth'o^t°D [-f>7 f >-l, 4 ' -tf^'J 
>->] -2--f;i0 ^-=^->] -A/- (4-kFD + i/-4-^fM>f;W - N 

-^^;i.-Tiz^s H (^ij^'fk^ / -fe#-^ 2-416 itrnm) 

'H-^l^i^^i? WK400MHZ, CDjOD) <5 ppm : 8.13 (1H, brs), 7,98 (2H, 
bis), 7.81 (1H, brs), 7.70-7.45 (2H, m) , 7.28-7.10 (4H, m) , 4.45-0.85 (38H, 
m). 

#*WK7>^ h)V v max cm" 1 (KBr) : 3407, 2965, 2930, 1649. 1473, 1458, 1440, 
1376, 1281, 1185, 1165, 1139, 6.81, 624. 
-?7.7,H7 h.JKFAB) m/z : 872 ((M+H) + , 
Ttmttffim (C 43 H 45 C1,F 6 N 3 0 5 -HC1 £ LT) 

: C: 56. 80, H:5.54, N:4.62. 
HiffiH® (*) - : C-.57.38, H:6.~16, N:4.29. 

[*»J9 2] 3- (1- {[((2 5) -1 ' - {2 - C(2i?) - 2 - (3, 4 
-yi?'DD7i-JH -4- (3, 4, 5 - h U ^ h^->^>^-f A)^^^U > 

-2~f ;U] x^;H - 2, 3-s>k Hnxtrn [-f>5 s >- l, 4*-tf^'J> ? 
>] -2-<;i/) ^-^r->3 t'^u > J >- 4 ?"n/\°>- 1 

;i/ t&i?t& m^it^m^ i-587 tisem) 

^-^M^^nax^^ h;K400MHz, CDC1 3 ) <5 ppm : 7.95-7.10 (7H, m), 6.62-6.60 
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(2H, m), 4.50-0.85 (47H, m). 

SUSA-AMR*'** hJU v max cm"' (KBr) : 3400, 2931, 2856, 1644, 1583, 1463, 1427, 
1377, 1330, 1269, 1236, 1125, 1028, 1005, 761. 
■7XX^;? hJKFAB) m/z : 838 ((M+H) \ :7 U — ft) 
Tt^mnm. (C^CIjNjOj-HCI-HjO tLT) 

tfff{I(%) : C:60.50, H:5.77, CI : 1 1. 91. N:4.70. 

UttttOK) : C:60.4S, H:6.72, CI : 1 1. 85, N:4.55. 

[HMJ9 3] N- [4- (7tf^7i;) ^^^l'] - 2- [((2S) -1' 

- {2- [(2R) - 4- [3, 5-fc*7> (h l J7^t0^5 1 W ^>V/<;i-] -2 

- (3, 4 -S>£ □ □ y^-JV) =E)l**J >- 2.--f;H X5P;H -2, 3->>"t: 
Fox^D [<>^>-l ( 4' -tf^U^>] -2--YJI/) 3"*v] -N-*?- 

jur-thr^F tit (^j*-ft:^t)#^ 2-567 mmm 

'H-^M^^Rlx^^ h;K400MHz, CDC1 3 ) <5 ppm : 12.07 (1H, brs), 8.15-7.90 
(3H, in), 7.75-7.10 (7H, m) , 5.90-5.50 (1H, in), 4.45-1.40 (37H, m) . 

hJU v max cm" 1 (KBr) : 3284, 2930, 2558, 1651, 1546, 1475, 1439, 
1375," 1282, 1 185, 1 138, 1109, 1029, 905, 758, 707, 681. 

MMFAB) m/z : 885 ( (M+H) f , 7'J-*) 
Ttmftffi m (C 43 H 48 C 1 3 F 6 N 3 0 G • H.,0 t I, T) 

ft;j£ffl(%) : C:54.93, H:5.47, .CI : 11- 31, F : 1 2 . 12, N:5.96 
nmmW : C:54.84, H:5.56, CI : 11. 03, F: 12. 12, N: 5. 81 

C^Mi^U 9 4] 2 - [(( 2 S) - 1 ' - { 2 - [(2 R) - 4 - [3 , 5-t*X (h 

)V*P t^iv) ^>y-r;i/] - 2- (3, 4-y^DD7iun ^jv-fo^y 

-2--f;P] X^;i/} - 2, 3->*tFoXtfP [f >5=-'>-l, 4' - tf^'J v 
>] -2 — r;i/) ^v-] -N-hFo^r-y-N- T-fe 
F75F i&^Sa (0il^<ft:-§r^#^ 2-453 i&^tl) 

#^HS»KX^i7 v max cm" 1 (KBr) : 3414, 2931, 2683, 2578, 1650, 1474, 1439, 
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1376, 1281, 1186, 1140, 1029, 905, 758, 681. 
"77^^^ MMFAB) m/z : 846 ((M+H)\. 7'J-*) 

[*M^J9 5] 2- [((2 S) - 1' - {2- [(2 R) - 4- [3, 5 - EX ( h 

<j y)V3ru <>*/<;H - 2- (3, 4 - v*^7 d □ 7x— ;io ; e;i'* , J > 

-2 -<.>!/] JL^Jl-} - 2, 3-vhh*DXt!o [<>5= f >-l, 4' -tf^U^ 

>] - 2 — < )v) -n-^^;|/-n- {4- [(^^;i/7.;u^-;u) 757] 

Tiz h75 K (093Kfc^«&## 2-569 

J H ^ h;K400MHz, CDC1 3 ) <5 ppm : 11.96 (1H, brs) ,• 8.-15-7. 90 
(3H, in), 7.75-7.10 (7H, m) , 5.20-4.80 (IH, m), 4.40-1.45 (37H, m) . 
#*WKX^ h;u v max cm"' (KBr) : 3429, 2930, 2561, 1649, 1474, 1439, 1376, 
1321, 1282, 1185, 1142, 1108, 1029, 976, 905, 758, 681. 
"7X7^^7 hJKFAB) m/z : 921 ((M+HV, 7<J-#) 

Ttmftmm (c, 3 h 4S ci 3 f 6 n 3 o 6 -h z o tut) 

itWm.(%) : C:51.67, H:5.27, CI : 10. 89, F:11.68, N: 5. 74, S: 3. 28 
Mmm(%) : C:51.44, H:5.40, CI : 10. 51, F : 1 1 . 21, N:5.61, S:3. 18 



# ^ 


# ^ 


R3 $*(D 






MS (FAB) m/z : 
((M+H)+,7>J-#0 


9 6 


2-467 




i m&m. 




.858 


9 7 


2-574 


(S) 






8 7 0 


9 8 


2-411 








8 3 0 


9 9 


2-438 








8 5 S ! 


10 0 


2-612 




1 iMMIM. 




S 4 1 


101 • 


2-588 




i mmm. 




8 4 1 


10 2 


2-500 




i mm. 




8 3 0 


10 3 


2-597 




1 Ml 




8 6 9 


10 4 


2-494 




1 mMm. 




8 4 4 


10 5 


2-592 




i 




8 7 0 


10 6 


2-404 




1 &^±£ 




7 8 8 
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10 7 


2-594 




1 W&Wi 




8 9 8 


10 8 


2-523 








8 5 7 


1 0 9 


2-557 




2i£S?it 




8 7 1 


110 


2-530 




1 




8 S 7 


111 


2-544 




1 MMM. 




8 5 6 


112 


2-508 




immm. 




8 5 8 


113 


2-420 








8 5 8 


114 


2-577 


(S) 


immm. 




8 8 4 


115 


2 - 4 S 1 








8 3 9 


116 


2-447 




■ltKKtft 




8 7 0 


.117 


2-577 


(R) 


l iMMtM. 




8 8 4 



[##«] 

[##00 1 ] 1 - {2 - [(2 R) - 2 - (3, 4-y^DD7i^) - 4 - [ 3 , 

en [(2S) -2-tFD^y] -f>^>-l, 4 , -tr^u> f >] 

a] 2 - {(2R) - 2- (3, 4 - DD7i-M - 4 - [ 3 , 

2- [(2R) - 2- (3, 4-^^nn7x~;i/) =E)UfcV >- 2 )l>] JL? 
J— )V (*IS#ffFSfl 6 l 5 9 9 6 7 ^9! HA*. EXAMPLE 5l(d)) 5,60g(20.3mmol) 
£^by ^l/>(6OmL)Klig0b, h'JlW5> 2.83mL(24.3mmol)^7JPx.^Co 
*^T3, 5-tfX ( h U 7JWO/fJ|/) ^>V<;P£ □ U F 5.60g(20.3mmol) 
Xtf, 4 ~^;*3^X5 / If U 248mg(2.03 m mol)£7Jn*_» Sg^SSH&T* ^tg. 

Q*fML-T> 2- {(2R) - 2- (3, 4-y^DD7i-iI/) -4 - [3, 5- 

( h u 7j^o/fM ^>V-r;i/] ^Ji/jftij >- 2 ;n x^y-;u 5.68g 

(JR^ : 54%) 

« 
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#6nfc7 )V3-)VW 5.68g(llmmol) ; £^'fti^9 1 U'>(60mL)(C^#?L, £$£BB 
^T> h U 5 > 2.3mL(l6.5mmol)^*P^., JjO^T^ $ >7.)V^-)Vi7 □ U 

F 1.02ml(l3. 2mmol)$:iDA, SSg^BB&T, ifiCT 30 #ISHK# Lfc. £JSi£ 

7 (»aj*«E:'\^-»J->/»ttX^ = 8/2)CJ; DtilT, «BBfl5£<» 6.09g 

.(M : 9 3%) £f#/c„ 

1 H (400MHz, CDCls) <5 ppm : 8.05-7.71 (3H, m), 
7.70-7.29 (3H, m), 4.56-4.19 (2H, m), 4.08-3.23 (6H, m), 2.95 (3H, s), 2.52-2.16 
(2H, m). 

7X7^^ h ;KFAB + ) m/z : 594 ((M+H) + ) 

lb] 1- {2 - [(2 R) - 2- (3 , 4 -v 5 ^ □ D.7ilM - 4 - 

[3, 5-tfT. (MJ7^D^^) ^> vW;H *;nfcu >- 2 
;H xtfn C(2S) -2-kHD+i/] ^>y>-\, 4 , -tf^'jv 7 >] 

1 a"Trt#<btlfc 2 - {(2R) - 2- (3, 4 uuy jl=.)V) - 4- 

[3, 5 -If* ( h U 7 )V*U *=?)V) ^>y<;i/] *z)\>t£V >- 2-^ )V) 

>7.)V7 Or*— h 126g(212mmol)?:> ? ^?;i/7-k h 75 F 1300mL 
fcBMfb,' B^zRJig^- h'J^A 26.7g(318mmol), 3 ^7-fb# 'J # A 52.8g(318mmol) 
3i^7k'D [(2S) - 2- tFo*y] > ^ > - 1 , 4*-tT^'J^>] 
43.1g(212mmol)£2jn*., 80t:tCT 8 B$ffl«J#Lfc. KfomZfo&l&X, mWt^ 

129g OK* : 8 7 %) $Sfi^f B ttl#i:lT#fc. 

1 H-m&n.£kmX^t7 h)l (500MHz, CD3OD) Sppm : 8.35-8.20 (lH, m), 
8.06-7.99 (2H, m), 7.81-7.28 (3H, m), 7.24-7.04 (4H, m), 4.54-4.40 (lH, m), 
4.29-3.04 (8H, m), 2.72-2.37 (3H,.m), 2.30-1.58 (9H, m). 
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fcW-WtiLX^P vmax cm"' (KBr) : 3448," 2923, 1645, 1473, 1375, 1280, 

1139. 

V7, X 12 b)U (FAB) m/z : 701 ((M + H )+) 

7C3fS#*Ht (C 3 4H32Cl2F6N203-l/2H 2 0 t. LT) 

fhJflfi :' C: 57.47, H: 4.68, CI: 9.9s, F: 16.04, N: 3.94 

nfflM ■ C: 57.76, H: 4.63, CI: 9.54, F: 15.78, N: 3.86 

mytm. : [ay = +37.20 (c=i.oo, *$;-)v) 

l (Dfctrm 5g, 111 8 9 5 g&J;tf N^nns.-^^ 100 

g £ 7* u > y-r-m^-r & d t iz =t 0 , m.m & x & z. t # ^ D 

[M^lJ^!l2] 

HMM3 Ojfc^ti 5 g, ?US 8 6 5 g^i^fiTOk Fn + y/D t?;Hz 
)Ua-x 1 0 0 g^I^L-fct, 1 O^hFo + yyoh'^t^D-XzKig^ 

i^j^ten^. 

mmm3] mm 

mMM5(Dit&m 5g, fUBS 9 0g, K^D^:/^^ 3 4g>i|£,g I 
2 0 g43ck^7,^T U >Wf?t?*i"?2* 1 g^yi/>y-Tl^b 

mMM 6 (Dfc&Mrfl 0% (W/W), tg'fb^oif^n-^A^o . 0 4% (W/ 
W). 7iT>^7JI/3-M50. 4 0% (W/WK 3f§g7j<#* 8 9 . 5 6 % (W/ 
W) <t&£cfc3{C»J£P]gS!T£o 
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m&M3 l <Dtt,&®tfl 0% (w/w), mk^>*¥)Vn-V J±ifi0 . 0 4% (W 
/w) ,#uxfi^>^ l J3 — )\,ifi i o % ( w/w) ^Dti/>^U3 — 3 o % 

(W/W), Iff fit*** 3 9 . 9 6 % (W/W) tftSidlC^J^illtS 
[«*M09.7] x7'/-;i/i 

^Mtfll 3 3 (DQctetfoifi 1 0 % (W/W), l/->^>^0. 5% (W/W), 7D> 
1 1 3 4 . 5 % (W/W) . 7D>1 2 *« 5 5 % (W/W) «t ft S =k 5 

[ttlfcfll] 

[Wifefll 1 ] NK 1 S^t#:«'&tt» (in vitro) 

<ffiJWIR#*©fp«> 
Hartley JRtttt^^^y h ©H* i08IS*^Itfc. SP"5. i^DDTlsJl/Ag 

itbiliitta (50mM MJ X-fK, pH 7.4) T^SI! IBtt U MK, 

^1©l&i3 U20mM mkJ- h U ^-WSlXS 5mM lib* U >7A^If la) 

A^^^-hcfcO, t-fO>^r>a (50^m) i&iSKlT, S&HfcSfc&RfcSL, it 
'bftMlstz (3 0, 0O0X gl 3 0^ 4W. 

^l/yh£, ik?&filfflf?ffiT (10mM EDT ARtf 300mM^b* 'J 
*£a) 'fc?WJIU 4tT, 6 0^#llfct, 2 Hit >i>#fc# Lfc (3 0, 0 0 0 
X g, 15^ 4t), 
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[3H] -tJ-7*7^>XP (m&mm InM) 250/iL (50mM 

h'JX-tt, pH 7.4, 6mMit'fb^'>^r>, 800/xg/mL B S A, 8 # g/mL X 
8Mg/mL 0<^y^>, 80tfg/mL A'yh7y>, 20 M g/mL *X zfr ^ 5 
K» (3. fflflr&IHl*^ 250M L £2JQA, MT, 3 0^> + a^-FLt. 

SmmmmW. (Brandel ft) ^ffl^T, GF/B ^*7^, Mfflk "7 4 )\>5' — 
( Whatm an ?± )_-h MM,^ M "KM... _' - _ 

U m*is>3 L U— >'3 > • 7J^>^— (^y ^>*±, L S C 3 5 0 0 ) UTt 
[Umm 2 ] N K 2 ^^^Um (in vitro) 

<miHiJiiiE^*cDf^M> 

Hartley ^^'ft^E^^E^ SOIUaii: D8LM^*^^^Uyc. IP^> ?DD^A 

mis.mmma (sohim h vx-^m.pu 7.4) ^-emw&.miz.mmwie (i2o m M 

mti- h V OJ^-BlU 5mM mtt> U VA<ermmffi%ta) #UhP>&HUT 

7fr*5?r*— hJ:0\ O y v'a. (50um) MKT, ^M^H^t, it 

'Cf^K'bfc (30, OOOXg, 30^, 4t). 

^L'-yh^^ftlllr (lOmM ED T ARtf 300mM Ifi-ffc^ U #A#*gM 
Ma) K«#iSU 4tT, 6 0»fIUfci, 2 Ejt^tJfc^ Lfc (3 0, 0 0 0 
Xg, 15^> 4*0. 

aii*w« i£m-tz>£-<:\ - 8 0'C-e##Lfco 
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^mmt. [3H] - SR-48968 (7^>^A£L InM) 
^ 250wL (50mM MJX~M> pH 7.4, 6mMlftT>A*> > SOO^g/mL BS 
A, 8Aig/mL^ ; EX^5 L >s Sitg/mL □'f ^7*?>« 80Mg/mL A'y h 7 v >, 20 
jtig/mL*X*^5 H>) {Z, ffiEfliJM®*:?^ 250jl*L £AnA, Mt> 30H> 

h LtZo 

SI&M^S (Brandel ft) £/8^T> G F / B tf z> 7 4 JUd? — 

(Whatman ft) ±\zmmft&\3W. bfco 

$ll&#lH|iK7W t'3 7 0-4raL £<a tf 5 — 7° 7 * J- y 9 7 )\,\Z& 

U l#-»?l/-ya > • #S7>^ — (^y^^, L S C 3 5 0 0 ) \Z~CWl 

m»W3i sta.^mm^.n.moywmm (in vivo, ipm) 

shm&mi±rLm<Dffl%imm\t, lUf^Hyh (M 400g tul> A- hi/ — & 
Utt*;^?/ h) Srfliv^ NK,§t#WT-S5 substance P (SP) \Z£Z> 

ikmmm vkn.m \z *s? % wwitft * m tts &mm & mm iz v x m ^ * ji t a« t * s . 

^>hA'Jl/t^- (30mg/kg, i.p.) T?J&B£ W fc^l^ «y h (DjzMffrMfN iZ&m 
(Evans blue : 40mg/kg, i.v.) £t§:#U Jf5 S P (lp. g/kg) I'ISIfT £ 

WTtajES-lt.^^SJffiCjittJLfc-fe^S* Haradaffi(J. Pharm. Pharmacol. 
23,218(1971)) iZftiTMfeTZ. titmMtol** 0.5%© h 7^ V hHHMftfcJKWS 

it, SPKUc^jg© 1 Pirsliting^ti'. 
[B8KI4] ^5iiK^©Wi$iJ^ffi (in vivo, ifgnfi!-^) 
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f5.Mi&m<Dfflmftmte. mn^jv^y h 5oo g mm. a-hu— ^stta^ 

)V^v h) NK 2 St#f«J-Cfel. neurokinin A (NK A) {C^S^ul 

lK£i ICMT <D#P M&b At £ Konzett-Roessler (Naunyn-Schniiedebergs 
Arch. Exp. Pathol, pharmakol. 195, 7l(l940)) OfftfcipCt, &iIl*aflE£>B©( 

fip-fe, ^>hA*;Hf^-;t- (30mg/kg, i.p.) T?*»i;tmy MCjail^^i 
#^5> (gallamine 20mg/kg, i.v.) Tlilfci, jg^jfcfc: 
8mL/kg> 6 0 IhI/^O l^ffiPf © (Ugo-Basile Biological Research Apparatus, Cat. 
No.7025) AXP#©B#Om^rtJE«. »f* = a-l/0«ftl:8fl/ft 

ffi*h7>Ta-f- (B*a*3ttli^tt> TP-200TX« TP-400T) 
LTJ*ffi, §i (B«iIiftS^t, AP-601G) LT, Un-^- (B#tt« 
Ilft^t, WT-645G Xte WT-685G) CBB»T*. 7 hOtf > (lmg/kg, i.v.) 
R^O^yb-^ (lmg/kg, i.v.) TfiiUSSU 5^1:NKA$ 4/ig/kg#I 

[I4I&0!I5] NK 3 ^$M^H1 (in vitro) 

<JHMt«*©ff«> . 

«fcD;RjliLl6:?E£i*\ *«C?arJ: OJMRKa (50mM h 'J X-M> pH 7.4) "CitSSt^ 

^3&^JK*«mU3tpilSl4lLfcJ!a*.li©«[/3 (l20mMt£fc^ H U tfAfttf 5mM 
'J ^Attiffla) •t'tf , #'JhD> (Kinematica *fc) Sffl^T^^ 
t-fXbfct, ^-t'R^D>/'r>a (50 Aim) T'^jgLT, 
U gttSiS'frg-Hi (30, OOOXg, 3 0^ 4"C) Lfc. %6nt^Uy b 
mi&ft) ZfotfimfflWir (lOmM E D T ARi; 300mM U -5 A 1« 
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a) tz&mzte. 4x;-n\ 6o«-w»eufc^. m>L\#m oo. ooox gl 1 

KJSfcJB^-S&Mfra:* *S*>i;«>. 5mg/ml ^v-Jla^T^yS > (BSA) * 
tttoIfiaTtuffiibfc. [»H] —ty*** h\ 6mM M"7>^>, 800 
Mg/mL BSA, 8wg/mL ^^^.^^V, 8 M g/mL p-f^^5 i >, 80wg/mL A" 
~> K ^ 20 Aig/mL ^*75H>^tt5iIta 100,uL (d> 400ju. 
g/mL BSA^ft^i»a 150wL RlK«tfelSI«J*llPA, ffiflLAIA^: 
(^>/^fg^ lmg/mLCPlUfct)©) 250m L & flD A TjKJ& Lfc (d 

©it, fcfom^O [»H] -iz F 2.5nMT*5.). 

MT. 6 0#WK >^rix^— h Lfc&^ligbttii&ll (Brandel &) *ffl^T, 
0.1% #UlfU>ff 5 >T4B#r e g^_htff^l31^fTofcGF/'B^7^i^iNl7^;i' 
^— (Whatman *±) ±»wK^*0JRb» JfcJft b fc|ffflf»E <5 (400wg/mL BSA 
R^'0.01% FryJUtthU^A^tfto 5mM hUX-M,pH7.4) 5mL 

IW^fbfcG.F/By77ii7^fJ^-*, t37D- 4mL £^tT3. 

SC3 5 0 0) lITMffitt^^tfe. 

ea£$ (%) = ci- (c-a) / (b-a)] xioo 
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mmme] fowmm&rcmvmmftm (in vivo, nts4) 

tt»«5K*5%7KJg«E^;m— ^> hA'Jl'tf ?-)V(0.2-Q. 25mL/body, 
i.p.) f&g£T> 0.5mL/kg©ilfi££2M8fl*i&-£l§J* (1A-1B. penn-century. IncjH) * 
JHUT^U^Ey h (ffcfi400gH&^ -Hartley^ tlttt^E^^Ey h) b)fc. 
3iS<»fi:-5-i£»» *1H (fifJJ) M<kOxA>xy^ (40mg/2mL/kg, i.v.) , #1^ 
TNK.gtftT^Z^ hT~&2>V7X?>XP ( I jti g/2mL/kg, i.v.) Ztg-S-VTc* 

JSffibfc. S»ttJbfc£&«£7-fe h>£0.5X Na,S0 4 O7 : 3 iS^«4mLtC*5 2 
4Wp|W8lbTfi3Sl**ll-m-^-;-tt&aiSt©R3t« COD 620nm) £$l?Ebfc. 

ttt»«7] &iiJK«&©*Pfli!lfEfli (in vivo, JiS^,«S#) 

tt^^ty h (#* 500g tti'&* A— h I/ — mm^^Jl-^y b> £/B<^, N K 2 
§^#7^-XhT$5 neurokinin A (NKA) iZ cfc ?>^,ilJ|Xi^tC:^fr WSllf^ffi 
^ Konzett-Roessler (Naunyri-Schmiedebergs Arch. Exp. Pathol, pharniakol. 195. 
71(1940)) ©2Sft£fl3HT, »3lrtJE&*i«a:bXIW^fc. 

^>hA>f^-;i/ (50mg/mLt, 0.40-0.50mL/body, s.c.) "rjftffcbfc^:;!/^ y 

(lOOU/mL) *^SfcUfc»lJR*-3.-U*^«rbT, tflR^'frtttf*^ 
UTJlllBE • ^JflSfc^^E — ^— Lfc. ^V^, #^5> (gallamine 20mg/kg, i.v.) 
£®-%-b, S58# flft£#ltbfc&, SI^rtMZHOmL/kg, 6 0 ni/#<z>R§mn^B& 

(Ugo-Basile Biological Research Apparatus, Cat. No. 7025) £r2i& bfco AXHf © 
»#©&'iII?3EEtt, ^*-i-KDffi!lfefc^*bfcEE^ h5>Xfa- tr- (B# 
3t«II!m5S;#:a:, TP-200TXttTP-400T) te«fcD&£tJb. Jgiffi (B#3te«iam 
ifc^ft, AP-601G) bT> 1/3-^- ( B ^^mXH^iC^a, WT-645GX« 
WT-685G) fcfg^bfc. f&&ftmto£&lkBZ.fote&.ifi&l£.\stt&* *R*P£l5IiK*gfe 
MMethacholine£lO/*g/kg (lOOug/mb O.lOmL/kg) bT^ilSJ&'lt b 
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fC o & £ © JR « JR JS & # £ tl ft o *§ ^ » IC Methacholine 12 m g/kg 
(120pg/mL. O.lOmL/kg) UT^it^f&tt^^fg Ufc. »5tKJ6te«R 5 3H£ 

#^©^iftEE£$J/EL7c. 

Sfe»«iKtt6%^;P3-^*t-af"«lb, 0.5mi/kg©i§ifc*at«rtS:-£i8* (ia-ib. 
penn-century. IncSS) £J1 <^T^il*l3x-^ L- fco 

control^ (5%?fr3-7,mmn. i g& J i-m izMT^mmm^m-tavrzo 

*ftBM\Z&n%ttf-&VWk&MZ& J i-V, it & to 1 6 ■* W « Kl NKA € !S 

# b t * © ft3t JRtttttt ^ HJUT ©a DTSofc. 







(%) 


mMm 6 


10ng/kg 


. 9 7 


Il^J 3 1 


lOjig/kg 


8 2 


mMM 3 2 


lOpg/kg 


8 9 


3IM0!J 3 3 


10iig/kg 


9 3 


mmm 5 8 


10iig/kg 


9 0 


mmm 6 4 


10iig/kg 


S 7 


Hl^lJ 6 9 


lOpg/kg 


8 8 



#369!© — f&7£ (I) *W?"Sfc^%Xte^©^S±8^£n£:&tt, -a-o 
^- >^##: (NKp NK 2 MK 3 ^) fcfcf-LTteJfttfUB #14^ 
4>&<; ttftSb^a^ttT^*©"?, LT^Tffl'Tf* 0 , ^fC, 
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m # o m m 



i. — j&j*; (i) *^tz>fc%m. ^<vmm±wmzn2>mxummfc 



.cat* 

-CO-R 4 , 
-CO-O-R 4 , 
-CO-NH-R 4 , 
-CO-CH 2 -N (R. a ) R*\ 

- (CH 2 ) ra -CO-R 5 , 

- (CH 2 ) m -R 5 , 
-CO-NH-CO-N (R a ) R b , 

- CO-NH- S 0 2 -N (R a ) R*\ 
-CO-NH-CO- (CH,) P -N (R a ) R\ 
-CO-NH,, 
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